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NOVEL INDOLE DERIVATIVES AND DRUGS CONTAINING THE SAME AS 

THE ACTIVE INGREDIENT 

Abstract: 

Indole derivatives of general formula (1) or salts thereof; drugs containing the derivatives 
or the salts as the active Ingredient; and intermediates for the preparation of the same: 
[wherein R&it;1> is an amino-protecting group or C0R<8> (wherein R<8> is 
aryl or the like); R<2> is H, alkyi, aryl, or the like; R<3> is cyano, -C0R<9> 
(wherein R<9> is H, alkyI, or the like), or S(0)n-R<12> (wherein R<12> is 
alkyI, aralkyi, aryl, or the like; and n is an integer of 0 to 2); and R<4>, R<5>, 

R&!t;6> and R<7> are each Independently H, alkyI, alkynyl, aralkyi, alkoxy, 
aralkyloxy, halogeno, trifluoromethanesulfonyloxy, aryl, or the like]. The compounds (1) 

or salts thereof exhibit an excellent chymase activity and are useful as preventive or 
therapeutic drugs for circulatory diseases, inflammation. Immunologic diseases, allergic 
diseases, eye diseases, complications of diabetes, collagen disease, and obesity. 
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7x:h5>, N, N' ->?^>v?;i/X5^^>v7a >/d:<J:©^^^W^^Si'^ 

ifmM\t^m (1) «b<« (2) x«^n^(oifi«*^<«*nMo^^j:e>-r, 
immit^^ (1) gL<« (2) x«-?-n^co:^fctt, amsws^-^m^ 

[Sliife 1 ] 

if^m\\:^m (1) Xtt (2) (Oo%. R'*t-s (O) „-R'*t?^S<k^i^ 

Ci-A) , (1-B) , (1-c) ms (1-D) «OT©xg{cj:osijfr 
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(1-D) 

C^4>. R\ R^ R^ R\ R'^ R'^ R''RZSnl,t. mtitm\^h(D^9^ 
-To) 

■T/^Ct)^, 7-U>|j|^^ (A) X«yx-;Ut H^v^>^#<*t (B) 

x«'r>H->'i/^s#: (c) ^mmmntL. z.n^:^)vy^ \'it-r^^ti,z^ 
0. *^^cD^k^#i (i-A) 
^^{b-^ti (i-A) ^ffl^^T> 3lS:©x;i/7^ H^^biScz^'Uico 

^-7i,)lit^n^CtiZJ:K>, :^mM(Dit^m (l-B) , il-C) RZJf- 

(1-D) ^mmt^c^-^^r^^^o 

7z.iJ>mmW (A) ««i;^ti'fb^tl (A) ^imt^a-^:t 
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ti)\^^-~Mt'^<^ (D) tmummte r t -y^)iJL7.y-)m^(D'^Mmmm 
[5. 4. 0] '^>T-fe> (DBu) t^no^ou^m^^mo^tET. ^>-^ 

7xx;i/bF^v>^^#: (B) (^>^te^5^i. ^J^^'^b^^J (B) ^MCT 
-5a-5^^;<7;ufc;wk'&ti (D) (b^iJ^y-;^ xiJ'/-;!/. 7°D/v-;k 
t e r t -y37y-;i/^(D7;ni-;i'W4'. ^fi~2 0 0T:, $?^L<Ji50 

$ ^ # -5 ;i i 'fe T- # o 

{b^ti (c) cDx;P7^ hMkti. m^itit^f^ (c) €:*tf&-r^vx;u7^ h 

^l:^#iR'^SSR''<h7K^{bU5"'>A> *ll'fb::M-U'>A, 7K^{k;^>'l^S^'^7A7i 
£0cfc^?5:^JIl7K^« ; 7K^^b:^ h U 'i'A, TKi^ib;^? 'J "^A. ^i?-^ h U -^A, 
^mti U ^A;^j:<i:(DJ;e>7^iMilil^ ; h U "i? A^ h+-> h\ U -:7AX h:^- 
'>K, ti*J'yA-ter t -:/N:^^>'bVcj:^Oj:-57S::^hU'^A7;UP=^^vH^ci: 

^ ; vx^;i'X-x;k xh7tKD77>. >?^^+f->, ^ry^^-fA, 
v-rA;^cj:£©cfc3i^=i:x-x;i'^ ; 7-t hxh'j;k N. N->^7^^;i/3i^JUA7 5 

15 



Patent provided by Sughrue Mion, PLLC - http:/Mww.sughrue.com 



wo 01/32621 PCT/JP(»0/07590 

-5 0t:~2 0 or, ffSL<tiO'C~l 0 Ot:T\ 1 05>~7 2[i#PBl 

-3ot:~ioo"c, ^(fSL<«-i ot:~^iaT, i o^~7 2Str«l » 
N-rv;wtJSfS«, mno^Ti^MtKm. mxitit^^ (i-a) ?&*nt^f 

A, 7Kai'fb*'j'^A, ^mi-h^)OA. mmtivoM.. mm-t'y^i.fs.a(D^o 

7 = >, 1. 8-S^71ft:->i?P [5. 4. 0] '7>x-t> (DBU) ^(DW^ 
ilS<^#fiTXtt^f#ffiT, :^^b/^l/>, /7DD7}^;i.A, M^bi^^, ^pp 

Thy\i¥oyy>. 'J.:l^)Vjl-7-)V. xxT^^-y-^^cox-x^^, 7-kl->, 
^^;UX^;U-ir>>TOy K>^. 7-fehxhU;k N, N->';<5";i''^;UA7 

s h*«?(D#:/p h>'l4)|itt^<«x«gl-:i?x5^;i^^o^^«*, -50-20 

or, ifSL<«0~ 1 0 Ortr, 1 0 5^-7 2B#rBl, $f^L<^il~l 2B# 
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*^B>^^b^t; (1) X« (2) (7)3-^. R'T&^-COR'T-^^^b^!^ (1- 
E) W (1-F) «RT®Xig(C«tOMjtt-^-i:*«Tt§. 




(C) (1-E) (i_F) 



(iC4', R'^«-COR'^^L, R'. R'. R\ R'^ R'WR'^^ sdlBchlwli; 
JHbT^:ii:t;J;0 3{4lI-COR'^^T^^b'&t) (1-E) Srt#§^<i:A^"e 

^, cn^N-7i/;Wk-rnti{k^fe (i-f) ^isii-r§c:<h*t-c#^. ife. 
R'f}^iy7 ymr$>^it^mt. -cor" (Rni-oR-'T-s^s) $r^A^. a 

m^it, RW7^mm^X'$>^m'^it, V i I sme i e rJKC4lt*ev\ N, 

-v7^5^;i/5jN;UA7a F#<z)jiji4', - 3 o~ i o ot:T-i -2 4B#rB^jK)^;;j^f& 

^fz. R»*^-COR"T^'5«'&. Bp-^-COCOR"»(Z)SA«, 0tJ^t^ 

7-feh- hij;i'^(Z)#^D h>M14MX«i^^x^;u^©M4>. - 
30~ioo*c> iff*u<«ot:~^faT\ 1 0 5)—iii$FBis/i&$-&;^d^. ^e. 
\znii^^t^7^>tmm(D^^T. io^~7 2b#f«i »^u<tii-'i 2iJ#r«i 
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mo)^ h ym^<Dmii^'p. - 3 o ~ i o o "c-r, 1 ~ 2 4mr^R}t^^-^^ ^t\z 

^X^m\:^<\h-(:hKi. 'jkM-^mz^'O'^^-t^Z.tffi-r:^^ (J.Org.Chem.. 
59. 6372-6377 (1994) . Chem. Pharm. Bu 1 1 . . 38 (9) . 2459-2462 (1 990) , mmWC,^ 

WtT(.iTfe«tV^'\xP7'J-;U«XtiS^SS:WLTl^Tfeck^^7;i/4^x;i/S 

mt^. 'fb^*^ (C) ©•5^R'75^g«IS^*L.TViTfcJ;t.i7'J-;i/S. ® 
W L T L^T t^^-r P 7 U -;U^X«g^» UT t^T t) ck 7;i/^ 
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ill^^, U^^-^AH-^, /\ny>i\:^mxitm-B (OR'^) 2 R'Hi 

7i^mm^x\mm7)\^^)\^&^^-r) ^^t, R^ R^ RWR'^te-tiwi 
-rts^t>*>. it^m (c) ^im^mmmm^^^^xit^m (f) t^Dx;^>:/ 

yj >^$#-5 d (hfc J; Off t»n§. 

^>-tf>, >;i/x>, >?x5^;i/X-x;k rh7t:KP7^>, v^t 

V^, ^^c, M;&^'-B (OR") ^ CICIT. -B (OR'^) ,l<m^mi^LXhX 

x^;i/7^>, v-rvyptr>'Ux^;i.7^>^<Z)#^5^^itH^7a>m, mMi] 
^JOA. mmi-h'JOA. mmi-y^^JO/^. 0^^-fei/'^A> MiJ^'U'^A, 7Xi? 
-fbU^^-^A, 7K®!{b;^ 'J -^A, ^Ki?^k:^hU'^A, 7i(.mit^ 'J 0 j^m(Dmm^&^ 
:in?>7JU:<7'J^JII^©7;uzi^->K^co^Jntic}:S*S*'lt^#Tt:: 

>x-x;i/#(7)tgPBi=^lljttTO#^ET, 0-1 5 ot:, $f^L<«Sia~12 
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a'^^mmf-Mm^i^n. ii}^L<i,t^mm^. s^m^^^rs^^o 

il-ZnCim. -MgCl«, -CuClS, -BC1,», -ZnBr», 
-MgBr», -CuBrS. - B B r ^STi^'^tf btl, R*'tLXity^mm^> 

7)i^)m -rv:/of;i/a) ^ma^n^o ^tz. -b (or'^) ^ 

1^, A^v'^A7ilx-h^<^-»>'^^-^'^Ai^<hhU7;WU7jNX7^ >> 

hU7;i/4^;u4^x7 7-r h'J7'J-;i/4^x7^ >, -i§e^{3«>^7;w« 

7;WUffifB/\^'f H, iy7)\^^}\^^if^->''!?^^ 7;U=^>'U-x'^^-->'7AA 
^-TH, hU7;WI/7;U5r:'^A> v7;WU7;U5-'7AA^-r TK^^b 
3j^'7^:M-U':7A> tH^v>, 7'J-;U4^n>^> 0^L<\ti^x^}im^m 

<J;e»(r3'f5(DX;i/7^ H<b:&lXU4<^N-7v>'Wk©Hfi{-ffoTt)cfc^i;!>^. TIE 
(Di5JE&S2T*^n-5«fce»tc, 3i4<7)7>;U7'f H^b^^o: 1 -7 v;Mb<^)|^ 
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(G) (H) d-B') 



X. R'\ M, R', R^ R\ R^ R^2^tKR'HiiilB.i:|pIi;fc®^7K 

■r, ) 

>j x5";i/v'j;i/7>' h u yDif;i/v'j;u7v h 'J 7;i/+;u->u;i/7v 
h'XJih'J/^;uxX7vF, h'jx5^;i/xX7xK. h'j:/Dtf;p;^X7>^*K 

;^/;i/4^x;i'»MXfS7;U;tr 'J to* 5)-^. 1^ftil5M7c^(^i>*n©:^fitcJ;0:tr;U4^ 
+ v»fC»f -S^chJi^T^'S. ^fc. N - t e r t -y^>ll/XJU*>75 
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m&m(Di^m • ^mm. mz\mm • m^umm. ^» • mmm±mx\m 
-^^mit^<^ (1) xit^com^mmtLx^mt^m^, aw, mmmm(D 

?,o ::(7)d;dfd:m^ti^i, M^J> siTi^j, ^mmmmi^htm 
r^^tifix^^o z.nib(DmLUt. m7i\tmm%ny -ov^-^z^^mmz 

ma^^(^rcib<DmmmmtLx\t. ti-f±jm. mi mm. mum 
mtmw^n^.^ zommmKDmm^z^hxit. -mz:^mmit^^^'pu< 

(Dumit. ^rzmwmmi\:iz^^^x^m^f^m\m(Dmm(Dmmm^i<tmR 

miikUiimo^m^izit. mmm^hn^^Ln^. mmRzsiimiz\tmzm 
m\^mmt:mr^thx^^. 
ma^^(Drcst><Dmi^mmtLxit. '^m^rnxwrnizi^m^n^^^^f^^ 

22 
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it. mmm. to^j. mmi ^^nmommi^hm^t^z.tfi^'ct^. 
:$immit^m (1) xfit^o^o^^mi^t. ^S4^n§^b^ti0i4t*c> 

0. 1~1 0 Omg/kg, iittC^UO. 5~5 Omg/k g*W^tVi„ 

mmm 

mmmi (1) 

i-7xr:;u^:t-2-yPAV> (it^^l) 

5^:^-7x7 -;U2 7 . 5 g t □ □ h > 2 3 . lgSrv^DO^;5' 
> 3 0 Om UC^^L^Co ^<^T{li^'1'VyPt:>X^;i.75>3 2. 3gO 
i;^ p O >J§^K 5 0 m I ^£ 4 0 5^TtiST Lfc ^(D^I^MT 1 6 BtPpllti^ L 
^c. MSMEETtc^^bfco M^;*r^A^P-7h {iy^}ti^)V;^UUts)V 
A) lC#bT±ie{b^i^2:4 1. 5gf#fc. 

'H-NMR(CDCl3) 5 : 2. 28(3H, s). 3. 67(2H. s) , 7. 20-7. 23(lH,in), 
7. 26-7. 35 (4H. m) 

1 ( 2 ) - (10) 

^%mi (1) <h|pIli{lLT, OTO (^b'&t)2) - (^k^tllO) Srtffc. 
##^J1 (2) 

1- (4-kKP^'>:7x-;i/5':t) -2-7'pav> ab^ti2) 
: 7 7. 5 - 7 8. OX, 

23 
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'II-NMR(CDCl3) 5 : 2.29 (3H,s), 3.48 (2H.S), 6.67 (2H,d.J=9Hz), 
7.23(2H,d, J=9Hz) 
##««J1 (3) 

2- (2-;d-+y7*pif>iu^^) at^tis) 

Sl!..^.: 1 5 8. 5 - 1 5 9t: 

'H-NMR(DMSO-dj) 5 : 2. 24(3H, s) . 4. 02(2H, s) , 7. 22(1H. I, ]=8Hz), 
7. 26 (IH. d, J=8Hz) , 7. 89 (IH. d, J=8Hz) , 7. 94 (IH. I, J=8Hz) 
^mmi (4) 

1- ( 2 - U v^U^"^) -2-7°PAV> ab^tl4) 

'H-NMR(CDCl3) 6 : 2. 31 (3H, s), 3. 97(2H, s) . 6. 97(1H. I. J=5Hz) , 
7. 21 (IH, d, ]=8Hz) , 7. 47(1H. i, J=8Hz) . 8. 35 (IH, d, J=5Hz) 
##«SJ1 (5) 

'H-NMR(CDCl3) 5 : 2. 27(3H. s). 3. 66(2H. s), 3. 78(3H, s), 6. 73-6. 75(1H, m) , 
6.86-6.91 (2H, m), 7. 19(IH.t,J=8Hz) 

mmn (6) 

'H-NMR(CDCl3) 5 : 2. 24(3H. s) , 3. 1 1 (2H. s) , 3. 68(2H, s), 7. 24-7. 34(5H, m) 
(7) 

'H-NMR(CDCl3) (5:2.26 (3H, s) . 2. 31 (3H. s) , 3. 61 (2H, s) , 7. 1 0 (2H, d, J=8Hz) . 

24 
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7.26(2H.d. J=8H2) 
P^mi (8) 

tt^ : mmm^ 

'H-NMR(CDCl3) 6 : 1. 18(9H, s), 3. 94(2H. s). 7. 21 (IH, t. J=7Hz), 
7. 27 (2H. t . J=7Hz) , 7. 38 (2H, d, J =7Hz) 
##^J1 (9) 

1- (4-i7DD7x-;U5^:t) -2--/D/ty> at'&i^Q) 
'H-NMR(CDCl3) 6 : 2. 26(3H, s), 3. 64(2H, s). 7. 26(4H, s) 

p^mi (1 0) 

■H-NMRCCDClj) a : 1.06 (3H,t,J=8Hz). 2.61 (2H,q,J=8Hz). 3.66 (2H,s), 
7.22-7. 29(4H,iD) 

7xnji/Bi:®? ^>>^;ux7.x;i/ Wb^tii 1) 

4--h0 7x-;H^^5. 4g, Mi?;^J'J'::7A4. 2 g vp^^^jU^J^;!/ 
KB Om 1 izmMLTzo OMi^L^c^. /^^>v;U7'P^ H3. 

4ml 2rJa^/i. 7fl#PBTOJ4iLfc. X-x;U2 0 0ml ^*D;iT 

7K2 0 0mK 3%0^il7K^:hh'JC7A2 0 Dm 1 , 0. 3%iii?100ml. 

gafn«7Ki 0 Cm 1 T«Lrcc ^mmimmm\z.mmLrco ^stcx- 

'H-NMR(CDCl3) 6 : 3. 78(2H, s). 5. 16(2H, s), 7. 27-7. 40(5H,Di), 
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7. 45 (2H, d. J=9Hz) , 8. 19 (2H, d, J=9Hz) 

5g^X^/-}l2 Om 1 <i:7K2 Om 1 iZiB^TS 6%mk2ml ^ 

7-)V2. 7 80X^57 y-;|.«2 Oml h ^ t h* ^ > 2 Om 1 &JPXT 

SO'MWLfco -ty^ hxmj^Vfco -fe^-r hfi^ODTjsjUAl 0 Om lTi5fe 

'H-NMR(CDCU) 6 : 3. 56 (2H, s), 3. 63(2H, brs), 5. 12 (2H, s), 6. 65 (2H. d, J=8Hz), 
6, 97 (2H. d, I=8Hz) , 7. 28-7. 37 (5H. m) 
m^mS (1) 

4- (7xXJU7»ll/5i^x;i/^5^;U) 7X'J> (it^^l2) 

^ty:cy-)V5m \ <!: p -X h □'^>v;i/::^P ^ H 1 0. 6 g^v^PP^ 
iS'>5 Om 1 M^SLfco 7mT->*-ry-/Ptf;i/X5";U75>6. 4 5s^mT 

5tftx-x;u<&ijoATjgiiUfc, ^n^m^(D4- (7xx;i/5":t/5";w xh 

P'^>-b:>^ 11. 7 7 gfffcc 
'H-NMRCCDClj) (5 : 4. 14 (2H, s) , 7. 20-7. 32(5H, m) , 7. 38(2H, d. J=8. 5Hz) . 

8. 12(2H,d, J=8. 5Hz) 

4- (7xx;i/5^:t^^;i/) XhP^>-fef>4. 9 s^-y^ UU > I 5 0 

mwzmmvrco ^i^r\zm-^ua)^^Bmm8. 6g^mA.r, muxso 
^$e,{c^faT3 o^mt^Lfz, 3%mmmi-h^)'Cfi^2 o om i x a®, 
1 . 5 1 0 Om 1 x^^Ltz, ^mmimmmizmmvfzo ^mx-f- 
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■H-NMRCCDCI,) 6 : 4. 41 (2H, s) , 7. 30(2H, d, J=8. 5Hz), 7. 45-7. 55(2H. m). 
7. 62-7. 70 (3H, m) , 8. 14 (2H. d, J=8. 5Hz) 

WiB 1 5 g ^JL^ J -)\/ 3 0 m I <!:7K 2 0 m 1 1 8 6 m 1 ^ JD 

'^>-|f>5. 5 g/Mx l-^kHn"7^>2 3 0ml ^^7^X^^\ZX.^ J -)\/ 
3 Om 1 ^JPx.T2B#PBlitJ^brco ^Lv< hTMLfc. iz^-f htttSxh^k 
KP7^>5 Om 1 TiJtitbfc. JiJ^«j^EET(C@iLfco 7Kl00ml& 
JP^T®#:&iti§bfco ^□a/}^;i/A3 0 0ml <!:fiS?0^m7K^::M- 'J A 3 
0 0mlT^»Lfc, Wm«^l£^^«^Lfco miHtftX-x;i^$:JnAT 
lijiLT±IS^I::^«^^4. 0 7 g#feo 

tttR : %.mi^ 

ill! * : 1 7 7 - 1 7 8 1: 

'H-NMR(CDC1,) d : 3.72 (2H,brs), 4.20 (2H,s), 6.55 (2H,d,J=8.5Hz), 
6. 85 (2H, d. J=8. 5Hz) , 7. 42-7. 50 (2H, m) , 7. 57-7. 70 (3H. m) 

##0iJ3 (2) 

##fy3 (1) tisHilCLT, OT© ab'^tll3) Sr#fco 
M : 1 4 8 - 1 4 8. St: 

'H-NMR(CDCl3) 5 : 3. 79(2H, brs) , 4. 03(2H, s) , 4. 10(2H. s) . 6. 69(2H, d. J=8Hz). 
7. l6(2H.d, J=8Hz),7.39 (5H,brs) 
#%««I4 

2- (4 -7^ y ^>>^;ux;i/xh-;i^) ^ms^K ;<5";i/xxx;u (^b^ 

1 4) 

"^t-^^J^-JVMS. 5 5 g<hp-- hn^>i^;U>^0 5 K 5 g h ^ t H P 
7^>1 0 Om 1 tCjg^LTx<yype;UX5^;i/7i>3. 8 7 gi^rnlTL/io 
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$ b tc^r^T 4 a rmw^rco rm^m^^btzo o . 3 %mk 2 0 0 m 1 ^ jp a 

T^CfeS^^^jSjiUyc. * (5 Om 1 X 2I5I) , X^'^-JI^ (2 Om 1 X 4 
0) , ^^1t> (2 Om 1 X 2[5]) rm^Lfc. m^B^<D2- (4--hD 
^>v;U5^^) ^SW^5. llgttfco ^(^•5-^2. 9g^v^DP/^> 
6 0mK >'/5";U71n;1/A7^ HO. SmUcMLfc. ZZ\Z^^1f^) Jl'i^ u 
U H 3m 1 ^fiSTUfe. $^(C^fiT'2 OB#^jti$bfc. mm^m&T^Z^^b 
fzo JS?S(l7^i5'y-;i/6 Om 1 , xh^tHn7^>10ml ^JbPAT6 Ot:T 
2I^FBimi^L.fc. W&^EETtcSiUfco 3 6 %mk 5 0ml <&JPA.T^fP]^ 
^7K^:^hU'^A5 0ml, 3 1 Om 1 TiJfeitLfc. ^ii^^ii^tC. M 
iET®*b:^Cc 5iMtcx-x;l/SJPATi«iiL;^c, mm^<D2- (4-xhD 

'H-NMR(CDC1,) 6 : 3. 95(3H, s). 4. 23(2H. s). 7. 18-7. 28(2H.in). 

7. 41 (IH. dd. J=2Hz, J=9Hz) , 7. 57 (2H, d, I=9Hz) , 7. 97 (IH. dd, J=2Hz. I=8Hz) . 

8. 17(2H,dd.J=2Hz. J=8Hz) 

zn^i^^no:A^>6 OmWzmMlyfco 7K}^T(c:MCPBA4. 4g^iP 
XX. WT3 0^$b{C^ST2Mit«iLfco 3%mm.mi-h0^2^l0 0 

mixsm, 0. 3%is^i 0 Om 1 T'»Lfc, ^mmit^mmzmmLtc, 

^+1f><&*P;^TjiiMLfe. n^m^^2. 9gt#fco 
'H-NMRCCDClj) 6 : 4. 04(3H, s) , 4. 91 (2H, s), 7. 43-7. 52(3H, m) . 
7. 65 (IH. dd, J=2Hz, ]=8Hz) . 7. 67 (IH, I, l=7Hz) . 7. 73 (IH, dd. J=2Hz. J=7Hz) . 
8. 12(2H.d, J=8Hz) 

m$i7. 5 g^XiS'y-;U2 Om 1 .hTKl Om 1 tCtP AT 3 6 %liSI 2 m 1 ^ 
1}aXT8 0VX2 0^mWLrc. Z^\Z:^^(Dn^m^2. 8g/xh^kFP 
yy>2 5ml ^UapLX 3 mmmWLrzo -fe^-f hTjijgLfc. -ty^hitf-h 
y\z\^ayy>5 Om I X'm.mLrzo iif^fiiiffiTlcg^Lfco ^ a nits)], A 1 
0 0ml ^1iQX^^^I^y\^^i- K U '>A 1 0 Om 1 X^T^mi^tz. ^M^MT 
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m,^.: 1 3 5- 1 3 6. 51: 

'H-NMR (CDCI3) 6 : 3. 69 (2H, s) , 4. 02 (3H, s) , 4. 62 (2H. s) , 6. 53 (2H, d, J =8Hz) . 
6. 99 (2H, d, J=8Hz) , 7. 42 (IH, dd, J=2Hz, J=8Hz) , 7. 54-7. 64 (2H. m) , 
7.66(lH,d, J=8Hz) 
Mmmi (1) 

5_yo:E_3_ (4-k|<P4^->7x-;i/^:r) - 2 -^^JK > H-Jl/ (it 
^tfl5) 

-2-7°DAV>5. 4 6 t e r t -T'^^^UTJUP-^H 5 Om 1 

^mmmmriz2 immm^wbt::. }^^^v^□□p^^>2 o om i ^mxx 

7K 2 0 Om 1 > 3%^X>m2 0 0ml, m^^k^?^! 0 Om 1 T15t?tLfeo 

1 6 1- 1 6 2. bX: 
'H-NMR (DMSO-dg) 6 : 2. 47(3H, s). 6. 66(2H, dd, J=2Hz, I=9Hz) . 
6. 93 (2H, dd. J-2Hz. J=9Hz) , 7. 20 (IH, dd, J=2Hz, J=9Hz) . 7. 33 (IH, d, J=9Hz) , 
7. 45 (IH, d. I=2Hz) , 9. 36 (IH, s) , 1 1 . 74 (IH, s) 

mmmi (2) - (3) 

mmmi (i) tmmizLx. &.t<d at^mie) - at^i^ii) ^nrc. 
mmmi (2) 

5_yp:E_2-^5";i.-3- (2-tf'jv;u5^^) -r>K-;i/ ({b'&t/ie) 

M}^: 2 4 3. 5-2 4 4'C 
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•H-NMRCDMSO-de) 5 : 2. 44 (3H, s), 6. 58 (IH, d, J=8Hz) , 7. 07 (IH, dd, J=5Hz. J=7H 
z) , 7. 24(1H. dd, I=2Hz, J=8Hz) , 7. 40 (2H, d, J=8Hz) , 7. 52 (IH, dt, l=2Hz, J=8Hz) , 
8.38(lH,d, J=2Hz),11.95(lH, s) 

mmmi o) 

2- (5->^P€:-2-/^;u-r>H->'i'-3--r;i/^:r) ^B^m at^^ 

tl 1 7) 
lU^: 2 3 7-2 3 9t: 

'H-NMR(DMSO-ds) 6 : 2. 43(3H. s), 6. 55(1H, dd, J=2Hz, I=8Hz), 

7. 1 1-7. 14(IH, m) , 7. 20-7. 27 (2H, m) . 7. 31 (IH, d, J=2Hz) , 7. 35 (IH, d, J=8Hz) , 

7.94(1H. d,J=2Hz), 11.91 (IH, s) 

mmmz 

7.T)i iit'^mi 8) 

2- (5-yP^-2-7^5^;K>H-;U-3-<;i'5':t) ^E#iS5. 4g 

t^mt}*)'yL.2. 4g^N, N--;^p^5^;U7tN;i/A7^ H3 om nc^^L;t. 

saAT7X2 0 om I T 2(Hit5t^*Lfc. ^mmimmmz^^Lfco mt^tiyh 

144^ : mmiF- 

m!H.:n I. 5-17 3. 5"C 

'H-NMR(DMSO-de) 6 : 2. 44(3H, .s) , 5. 42 (2H, s) , 6. 59 (111, d, J=8Hz) , 

7. 18 (IH, I, J=7Hz) , 7. 25 (IH, dd, J=2Hz, J=8Hz) . 7. 29-7. 32 (2H, m) , 

7. 38-7. 46 (5H, m) , 7. 55 (2H, d. J=8Hz) , 7. 99 (IH, dd, J=2Hz. J=8Hz) ,11.95 (IH, s) 

nmmz (d 
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1 9) 

X-m^mM t e r t -7'5^;UX;^x;i/2. 1 g<7)Vi^PP^^>Ml 0ml 

:t) -2-yPAV>4. 0 g0>?^PP7^37>^f^l Om 1 ^1 05^^TJPAT 
mrBlitl^Lrc, h<jX^;U7^ >2. 1 g(0v^PPy<^>i^f^5m 1 <£i]PA 

m^.: 1 3 8-1 3 Q-C 

'H-NMRCCDClj) 6 : 2. 49(3H, s), 6. 92(2H, dJ=9Hz), 7. 12(2H. d. ]=9Hz), 
7. 1 8-7. 32 (2H, m) , 7. 63 (IH, s) , 8. 28 (IH, brs) 
%mmZ (2) - (2 3) 

^M^j3 (1) tmm\z\.x. OT© {it'^m2Q) - ({fc^ti4i) 

^Mfy3 (2) 

5-:^o^:-2-;^5^;i/-3- (4-p^5^;P7xx;i/9^:t) (^b-ati 

2 0) 

mi^: 1 4 3 - 1 4 5 -C 

'H-NMRCCDCIj) (5 : 2. 24 (3H, s) , 2. 49(3H, s) . 6. 92 (2H. d. J=8Hz). 
6. 96 (2H, d, J=8Hz) , 7. 1 8 (IH, d, J=8Hz) , 7. 24 (IH. d, J=8Hz) , 7. 66 (IH, s) . 
8. 21 (IH, brs) 
MF!)3 (3) 

3- (^>v>il.^^) - 5-7'Pt-2-^^;i/'1'>H-;i/ ({b^^2 1) 
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gll.^: 1 2 1 - 1 2 2. 

'H-NMRCCDCI,) 6 : 1. 96(3H, s). 3. 72(2H, s). 6. 92(2H, d, J=9Hz), 
7. 11-7. 28(5H, m) . 7. 71 (IH, s), 7. 97(1H, brs) 

mmms (4) 

i^2 2) 
m*.: 1 2 7 - 1 2 9'C 

'H-NMR(CDCl3) 6 : 2. 50(3H, s), 3. 68(3H, s). 6. 53-6. 64(3H,in), 
7. 09 (IH. t, J=9Hz) , 7. 21 (IH, d, J=9Hz) , 7. 27 (IH. d, J=9Hz) , 7. 68 (IH, s) . 
8.29(lH,brs) 
mmmS (5) 

(2 3 -7xn;i/^:t^ > 5 - i^^x5=-;i/xxT-;u 

ab^tl2 3) 

14^ : 

S6^: 9 0-9 0. 5t: 

'H-NMRCCDCIj) 6 : 1. 19(3H, t. J=8Hz) , 2. 50(3H, s) , 3. 66(2H. s), 

4. 1 1 (2H, q, J=8Hz) . 7. 02-7. 05 (3H, m) . 7. 1 2-7. 1 7 (3H, m) . 7. 28 (1 H, d. J=8Hz) , 

7.43(lH,s).8.27(lH,brs) 

mmms (6) 

5_ypcE_2- t e r t-Zf^Jl-S- (7xx;i/5=-^) >h*-;U (it^^ 
2 4) 

: 

gill,^^ : 1 4 0 - 1 4 2 1: 

'H-NMR(CDCl3) 6 : 1. 51(911, s), 6. 96(2H, dd, J=2Hz, J=8Hz), 7. 03(1H, I, J=8Hz), 
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7. 1 5 (2H, t, J=8Hz) . 7. 23-7. 28 (2H, m) . 7. 62 (IH, s) , 8. 35 (IH. brs) 

mmms (?) 

3_ {4-^nnyjL=.)V^:t) -2, 5 -'J^'^JH >\^-)\^ (it^^2 5) 

: ^^mm 

m.^: 1 4 1-1 4 2t: 

'H-NMRCCDClj) 6 : 2. 40(3H. s) , 2. 48(3H, s), 6. 94(2H. dd. J=2Hz. J=9Hz) , 
7. 02 (IH. d, J=9Hz) , 7. 10(2H. dd, J=2Hz, J=9Hz) , 7. 26(1H. d, J=9Hz) , 
7.29(lH.s),8. ndH.brs) 

mmM3 (8) 

5-7ii^;i/-2-p^^;i/-3-7x-;i/5^^-r>K-A iit'^m2 6) 
m.^: 1 1 6-11 St: 

'H-NMRCCDClj) 5 : 2. 54(3H, s) , 2. 61 (3H, s) . 7. 01-7. 21(5H, m) . 

7. 38 (IH. d. J=9Hz) . 7. 89 (IH. dd. J=2Hz, J=8Hz) . 8. 17 (IH. s) , 8. 79 (IH, brs) 

mmms o) 

^tl2 7) 
tt« : 

Sit..^. : 1 8 0 - 1 8 0. 5t: 

'H-NMR(CDCl3) (5 : 1.38(3H, t, J=7Hz).2.53(3H,s).4.36(2H,q. J=7Hz). 
7. 01-7. 05 (3H, m) . 7. 1 5 (2H. t. J=8Hz) , 7. 35 (IH, d. J=9Hz) , 
7. 92(IH, dd. J=2Hz, J=9Hz) . 8. 30(1H. s) . 8. 49(1H. brs) 

mmmz (i o) 

5-yD^-2-^5^;p-3-7x-;l/5"pi-<>K-;i/ «b^tl2 8) 

tt^ : nmi^ 

m.^.: 1 6 2 - 1 6 4t: 
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'H-NMR(CDCl3) 6 : 2. 53(3H, s) , 7. 02 (2H. d. )=8Hz) . 7. 08(1H. dt, J = lHz, J=8Hz) . 
7. 1 1-7. 32 (4H. m). 7. 69(1H, s) , 8. 28 (IH. brs) 

mmm 3(11) 

5-v7y-2-p^^;i/-3-7x-;i/5'^<>H-;i/ ({b^ti2 9) 

ttt^ : mmm^ 

mA: 1S6-1S7X: 

'H-NMRCCDClj) 6 : 2. 56(3H, s) , 7. 01 (2H, dd, J=2Hz, J=8Hz) . 
7. 08(1H, dt, J=2Hz. J=8Hz). 7. 17(2H,dt, J=2IIz. J=8Hz), 
7. 42 (2H, dq, J=2Hz, J=8Hz) , 7. 87 (IH. s) . 8. 62 (IH, brs) 

mmm 3(12) 

5-:/D^:-3- i4-^nuyx.=-)V^^) -2-x^;K>H-;u (it-^m 
3 0) 

'H-NMR(CDCl3) 6 : I. 27(3H, t. J=8Hz), 2. 91 (2H,q, J=8Hz), 

6. 92 (2H, dd, J=2Hz. J=7Hz) . 7. 12 (2H, dd, J=2Hz, J=7Hz) , 7. 22-7. 32 (2H. m) , 

7.64(lH,d, J=2Hz).8.33(lH,brs) 

mmms (1 3) 

2, 5->'^5";i/-3-7x:i;i/^:t-r>H-;U iit^^Sl) 
Mj^: 1 5 7 - 1 5 9"C 

•H-NMR (CDClj) 6 : 2. 39 (3H, s) , 2. 50 (3H, s) , 6. 96-7. 05 (3H. m) , 
7.11-7.19 (2H, m) , 7. 20-7. 27 (2H, m) , 7. 33 (IH, s) , 8. 1.5 (IH, brs) 

mmms (i 4) 

tl 3 2) 

34 

Patent provided by Sughrue Mion, PLLC - http://www.$ughrue.com 



wo 01/32621 



PCT/JPOO/07590 



gj!,^. : 1 0 5. 5 - 1 0 

'H-NMRCCDClj) 6 : 2. 55(3H, s), 7.01-7. 10(3H,in), 7. 17(2H. t, I=8Hz), 
7. 43 (2H, d, J=8Hz) . 7. 85 (IH, s) , 8. 41 (IH, brs) 

mmms (1 5) 
tttt : m^^mM 

a-^: 2 1 7. 5-2 1 8t: 

•H-NMRCDMSO-dg) 6:2.51 (3H,s), 6.98(2H,dd, J=2Hz, J=8Hz), 
7. lOdH, t.J=8Hz).7.22 (2H, I, I=8Hz), 7. 48(2H. t. J=8Hz). 
7. 55 (IH, d, J=8Hz), 7. 61 (4H. dd. J=2Hz, ]=8Hz) . 7. 72 (IH. d. J=2Hz) 

^mms (1 6) 
14^ : n^m^m 

'H-NMR(CDCl3) 5 : 2.49(3H,s),3.73(2H,s).5. 10(2H,s).7.00-7.05(3H.in). 

7. 05-7. 10 (3H, m) , 7. 25-7. 35 (6H, m) , 7. 45 (IH, s) , 8. 29 (IH. brs) 

mmms (i ?> 

^!^3 5) 

tt^K : m^m^<^ 

•H-NMR (CDC 1 3) (5:2.50 (3H. s) . 4. 37 (2H, s) . 6. 90-7. 1 8 (7H, m) . 7. 37-7. 70 (6H, 
m). 8.35(lH.brs) 

mmm s as) 

5-'>7y^^;u-2-^5';u-3-7x-;i'5^^'f >K-;u (it-^t^s 6) 

'H-NMR(CDCl3) 6 : 2. 52(3H, s). 3. 78(2H, s), 6. 98-7. 08(3H, m), 7. 12-7. 19(3H, 
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m), 7.33(1H,(1, J=9Hz),7.44(lH.s),8.39(lH,brs) 

mmms n 9) 

(it^ms 7) 

M : 2 0 2. 5-2 0 3t: 

'H-NMR(CDC1,) 6 : 2. 54 (3H. s) , 5. 35 (2H, s) . 6. 97-7. 08 (3H. m) . 7. 1 2-7. 1 8(2H, 
m) , 7. 30-7. 45 (6H, m) , 7. 94(1H. dd, J=2Hz, J=9Hz) , 8. 34 (IH, s) , 8. 41 (IH, brs) 

mmms (20) 

5 -^>v;u7.;n^-;i'^^>'u- 2 s -7ai=.)i^^^^ > (it 

8) 

: n^mw 

a.^. : 7 8-8 or 

'H-NMR(CDCl3) <5 : 2. 55(3H. s), 3. 99(2H, s), 4. 16(2H. s), 7. 01-7. 04(3H, m) . 
7.14-7. 17(2H,in), 7.23-7.40 (8H,in), 8. 40(1H, brs) 

mmm 3(21) 

« : ^feia^ 

Ul.'il^ : 1 8 9 - 1 8 9. 5t: 

'H-NMR(CDC1,) a : 2. 47(3H, s), 3. 99(3H, s), 4. 79(2H. s), 6. 92 (2H, d, I=8Hz). 
7. 06 (I H. dd, J=2Hz, J=8Hz) ,7.1 2-7. 1 9 (4H. m) . 7. 22-7. 29 (2H, m) , 
7. 43 (2H. d, J=8Hz), 7. 58(1H, dd. J=2Hz, J=8Hz) . 8. 31 (IH, brs) 

mmm 3(22) 

: 
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Si.^: 2 1 7-2 1 9r 

•H-NMRCCDCI,) 6 : 2. 57(3H, s). 7. 02(2H, d. J=7Hz). 7. 08(1H, d. J=7Hz) , 
7. 1 5-7. 19 (2H, m) , 7. 38 (IH, d. J=8Hz), 8. 10(iH, d, J=8Hz) . 8. 48(1H. s) . 
8.57(lH,brs) 
mmm3 (2 3) 

gi,^.: 8 0-8 0. 5V 

'H-NMR(CDCl3) (5 : 2.24(3H,s).2.52(3H,s),7. 14(lH,d, J=8Hz), 
7. 24 (IH, dd. J=2Hz, J=8Hz) , 7. 81 (IH, d, J=2Hz) , 8. 05 (IH, brs) 

5-r5/-2-^5^;u-3-7x-;i/5'pj--r>H->'i/ ab'&#>4 2) 

WiB8 /-)V2 5m 1 t7K2 5m 1 t^JP^fcc 3 6 %i^^3m 1 ^JD 

^T8 0'C1?2 O^tmLTZo c:c:{C2 -p^5^>/U- 5 --hD- 3 -7x-;U5^ 
^^--r >H-JU3. 3 g(DX^J-)V2 5mlixh^tHD7^>25ml BP^ 

2 0 0ml TttmbiafnS#7X2 0 0ml TtJfe^bfc. C(Dtt^Crc^m<^it 
ili.'^ : 1 8 6 - 1 8 7. 5*C 

'H-NMRCDMSO-dj) 6 : 2. 36 (3H. s), 4. 54(2H. brs), 6. 46(1H, dd, J-2Hz, J=9Hz) . 
6. 5 1 (1 H. s) , 6. 94 (2H, d, J =7Hz) , 7. 02-7. 07 (2H, m) , 7. 1 6-7. 1 9 (2H, m) , 
ll.UdH, s) 
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2-p^^;U-5-:ihP-3-7x-;U5^:t<>h'-;i/2 8 4mgi:5'?fitU 
^)m3 0 8mg<&hU7>ll/^DB^K7m 1 fC]!inx.T8 0t:T2 O^Ml^bfc. 
M/£TtCg*b/to @1^i?X5";U3 0ml ^JPAT4 %7KK^b::^ h U -^A 6 Om I 

-&tl^9 Omgt#fco 
ili,'^ : 1 7 3 - 1 7 3. 5V 

'H-NMR(DMSO-ds) 6 : 2. 43(3H. s). 6. 42 (IH. s), 7. 43(IH, d, J=9Hz), 
7. 91 (IH, dd, J=2Hz, J=9Hz) , 8. 4! (IH, d, J=2Hz) ,11. 69 (IH, s) 

mmm 6 

5-7ay-2-;>^5';K>H-;i' (ft:^tl4 4) 
^t»3 g*X^y-JH Om 1 <!:7K1 Om 1 tCiP^fc. 3 6%lii?lm 1 ^J!]D 

AT8 ot:T2 o^M^ibfc. ;i;iic2-7C5^ji/-5-xi>D-r>K-;uo. 8 

>^3 Om 1 X 2lHlTjjt#L.fc. Wil»«MEETHii*SL.fc. ga^PMi?*^-:^ 
hU-^AS Om 1 <&JPATv^PO^^>5 Om 1 Tttlimbfc. 
^c, PT h (v'J ; PPp^i5'» {C#LT±IB 

it"^^^ 6 7 Omgf#fc, 

a-^: 1 3 4- 1 3 5. St: 

'H-NMRCDMSO-dg) 6 : 2.29(3H.s).4.32(2H.brs),5.81 (lH,s). 

6. 36 (IH. dd, I=2Hz. J=8Hz) . 6. 55 (IH, d, J=2Hz) , 6. 93(IH, d, J=8Hz) . 10. 34 (IH, s) 
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5 - t e r t -•:fh^iy:fl)[^t^::-)V7^y- 2-^=^)1-3- i2-\d^)-y)V^ 
:t) ^>K-;U iit^<^4 5) 

5-7$y-2-^^;K>}^-;i^6 0 Omg^^xh^t KD7^>2 0ml 
izmMiyfc. i/- t e r t -7*5^;^i^;^-5r^T-- h 8 8 Omg ^^^JPAT^T^-e 1 . 

y^^y) ^^"^y^mpiTrnmLfzo ^^.m^mos-t er t-^h 

=^ytl)l•^=.)l7s.y-2 -p^5^;K > H->ll/?:8 6 Omgt#fco 

7Jc^^b:^^U•:7A0. 3 4g^Sr, N, N- vp^5";i/7}^;i/A75 K 3m 1 {ClM 
UT, 3i<J^T{C5- t e r t -Zf h=^ytl)V^=.)V7 3. / - 2 - 
JUO. 8g^m^TZ0^m.i^Lrc. z:HZ. 2, 2' -i^\d^}z^)Viy7.)Vy^ 
KO. 8 8 g ^ JQ ATg^aX' 1 SBtPBliti^Ufco @^i?X5^;i^6 0ml $:iP^T 
3%j0tm:fh>J':7A2O 0ml X4(ElTi5fe^Lfc. ^<S^ir®*tfc. 
><&iP^Tjii§LT0±E{l::'&tJ^6 1 Omgltfco 

iii,^ : 1 9 7 - 1 9 8^ 

'H-NMRCDMSO-de) (5 : 1 . 42 (9H. s) , 2. 40(3H, s) , 6. 51 (IH, d, J=8Hz) . 

7. 04 (IH, dd. J=2Hz. J=8Hz) , 7. 1 1-7. 15 (IH. i) , 7. 1 6 (IH, d. J=8Hz) , 

7. 48(IH, dd. J=2Hz. J=8Hz) , 7. 56 (IH, brs) . 8. 37 (IH. d. J=4Hz) , 9. 08 (IH, brs) , 

11. 56(IH, s) 

2- (N' - (2 3 -7x:z;w5^^<>K-;u- 5 --r;u) "^l^^ 

5-7^/-2-p<5^;U-3-7x-;i/^;f'r>K-;U5 0 0mg<h2-'ry 
'y7^V'kBmm^9)VZ 6 Omg, 4 ->'p^5";L'7S / t?U >^>2 Omg$»P 
AT5 Ot:-e4B#r0mJ^Lfco ««i^ffiTlCg*L/to J^g$::^^AirPT|- 
(->'J;t>y;i/ ; v^OPp^^» H#LT_LIBib^tl5:7 8 Omg#fc„ 
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in* : 9 4-9 5. 5*C 

'H-NMR(CDCl3) <5 : 2. 49(3H, s), 3. 76(3H, s) . 6. 50(1H, s) . 6. 95-7. 07(4H. m), 
7. 1 1 (2H. d, J=7Hz) , 7. 30 (2H, s) , 7. 42-7. 53 (2H. m) , 7. 95 (IH, d, J=7Hz) . 
8. 39 (1 H, s) . 8. 5 (IH, d, J=8Hz) , 10. 36 (IH, s) 

mmm9 

3- (2-^^;i/-3-7x^ji/5^:r'f >H-;i/-5--i';u) -2, 4 (ih, 

3H) -*:^VU>v:t> «b^#l4 7) 

2- (N' - (2-^^;u-3 -7x-;i/5=-^-r>K->'i^-5— r;i') ou^ 

mUl^i^bfco 1. S-vTit'b'v^n [5. 4. 0] '^>x-ti> (DBU) 
0. 5ml ^l)0;iTl 1 OTCTS P#^1it«il^fc. «$M)IT(C®*Lfc, ^SE 
tC3%^X>^3 0 Om 1 ^JP^, S^^X^;l/2 0 Om 1 TtttBbfc, Wlilti 

^ 0. 9 1 gt#fc. 
H!.^. : 2 5 4-2 5 6t: 

•H-NMRCDMSO-de) 6 : 2. 54(3H, s). 6. 98(2H, d, J=9Hz) . 7. OKlH, d, J=2Hz). 
• 7. 06 (IH, t , ]=8Hz) . 7. 1 8-7. 2 1 (4H, m) , 7. 25 (IH, s) , 7. 46 (IH, d, J=9Hz) , 
7. 67 (IH, t . J=8Hz) , 7. 90 (IH, d, J=7Hz) , 1 1 . 43 (IH, s) , 11 . 83 (IH, s) 

mmm i o ( i ) 

5 - 7-fe5";UT S./-S- y:iL~)l^^-( > K-;i/ ({b-&«^ 4 8 ) 
.5-7ay-r>K->'U4 0 0mg^xh^tHD77>10ml tCjt^LT7 
^yV-)V3 3 Omg, 4-->*^^;UT5y tfU':/>l Omg^rJP^T 

H>^i^PP;<^S'>3 Om 1 ^jJP^ 3 %^X>^T-»Lfco ^ittt(C»Lfco 
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^0. 2 7g#fco 
'H-NMR (DMSO-de) 6 : 2. 02 (3H, s) . 6. 35 (IH. s) , 7. 1 7 (IH, dd. J=2Hz, J=9Hz) . 

7. 29 (2H, dd, ]=2Hz, J=6Hz) , 7. 84(1H. s) . 9. 70 (IH, s) , 10. 96 (IH, brs) 
7K^-fb:M-U'^A2 4 Omg^^, N, N-v/^;U4>;UA75 K 1 Om 1 M 

Mbx. ^mr^z 5 - 7-fe^;ur ^ y > 3 4 8 m g ?:»p^t 3 0 ^m.i^ 
L/C. cc:(i>^7xn;uvx;i/7^ FO. 5 e^mxx^wc^mfmWbtzo 

nimr\z7^^5 0m 1 spa/co @^g?x^;i/3 om I xmthLfc. ^mmit-^ 

3%^Bg:^hU'7ATl 0 0ml X 3IiISfe^^L/t. ^Wmzm^Ltzo 
*^A^PTh (iyiJtJfJl ; ^oat^)VI>./mmJL^)V=l 0/1) MbT 
±IS{b'&«^^5 3 Omgttfc. 

a.#^:8 1-8 2t: 

'H-NMR(CDCl3) (5 : 2. 14(3H,s).7.04-7.14(3H.iD).7.16-7.18(3H,in). 

7. 39 (IH, d. J=9Hz) . 7. 43 (1 H, s) . 7. 48 (IH, d. J=2Hz) . t 62 (IH. dd, J=2Hz. J=9Hz) , 

8. 46(lH,brs) 

mmmi o u) - (6) 
mmmiQ <i) tmm^zLx. ur<D (^b^ti4 9) - at^mss) 

mmm 10(2) 

a^: 2 0 8 - 2 0 9t: 

'H-NMR (DMSO-d.) 6 : 7. 01(2H, d. J=8Hz), 7. 05(1H, t. J=8Hz) , 7. 20(2H, t, J=8Hz). 
7. 43-7. 62 (5H, m) , 7. 75 (IH, d, J=3Hz) , 7. 79-8. 00 (3H, m) , 1 0. 1 5 (IH, s) , 1 1 . 68 (IH, s) 
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5 0) 

iH.-^ : 2 0 5- 2 0 6. 5t: 

'H-NMR(DMSO-dj) 6 : 2. 28(3H. s), 6. 94(2H. d. J=7Hz). 6. 96(1H. d, I=2Hz), 
7. 1 1 (2H, dd, J-2HZ, J=9Hz) . 7. 1 5-7. 22 (4H, m) . 7. 36 (IH, d, J=8Hz) . 
7. 46 (2H. d, J=8Hz) , 7. 72 (IH, d. J=2Hz) , 9. 81 (IH. s) , 1 1. 65 (IH. s) 

mmmio (4) 

N- (3-7x-;u5^:t<>K-;i^-5-^;u) -N' -yx.:i)V0U7 

tl5 1) 
SS* : 2 0 8- 2 1 or 

'H-NMR(DMSO-dj) 6 : 6. 92(1H. t, ]=8Hz), 7. 01 (2H, d. ]=8Hz) . 

7. 05 (IH, t , J=8Hz) . 7. 1 5-7. 30 (5H, m) , 7. 35-7. 45 (3H, m) , 7. 61(1H, s) , 

7. 71(IH, d, J=3Hz) , 8. 47 (IH. s) , 8. 53 (IH, s) , 1 1 . 58 (IH, s) 

mmm 10(5) 

5 - t e r t - yh+>-*;U7H-;U75/-3-7x-;U5";f^>K-;U iit"^ 
tl5 2) 

« : 

Sl!^: 7 8. 5-8 or 

'H-NMR (DMSO-de) 6 : 1 . 43 (9H. s) , 6. 98 (2H. d. J=8Hz) , 6. 99-7. 07 (IH, m) . 
7. 18-7. 21 (3H, m) , 7. 36 (IH, d. J-9Hz) , 7. 66-7. 72 (2H. m) . 9. 14(1H, brs) , 
11.57(1H. s) 

mmmi o (6) 

3- (s-yx^ju^^-OH-ju-s— r;i/) -2. 4 (ii-i. 3H) -^i- 

V^J>z^t> (^fc^tl5 3) 
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a^.: 2 5 8- 2 5 8. 5"C 

'H-NMRCDMSO-de) 6 : 7. 05-7. 1 1 (3H. id), 7. 19-7. 26(4H,in), 7. 36(IH, s). 
7. 45 (IH. I. J=8Hz) , 7. 58 (IH. d. J=9Hz) , 7. 66-7. 71(1H, in) , 7. 88-7. 97 (2H. m) , 
ll.47(lH,brs), 11.89(lH.s) 

MMM 11(1) 

5-yP^-3-7x-;i/^:t-f >F-;U ({b^tl5 4) 

^•^i^oArw^^mmLTc, mm^^^D->x'mmt{.±Bit^<^^6. oeg 

14^^ : 

Bj^: 1 2 8 - 1 3 0T: 

'H-NMRCCDClj) 6 : 7. 03-7. 12 (SH.m) , 7. 12-7. 21 (2H, m), 7. 29-7. 38(2H,in). 
7. 50(IH, d, J=3Hz) , 7. 75 (IH, s) . 8. 44 (IH, brs) 

mmmi i (2) - (i o) 
mmmi id) trnm^zLx. sxro at^msd) - at^f^Qs) 

mmmi 1 (2) 

s-T'Dt-s- ( 2 - e 'J >^;u5":t) -r>H-;u (^k^tiss) 

: 2 5 3 - 2 5 5t: 
'H-NMR(DMSO-d,) 6 : 6. 05 (IH. d. J=8Hz), 7. 04-7. 09 (IH, m) . 
7. 33 (IH, dd, J=8Hz, J=2Hz) , 7. 50-7. 58(3H, m) , 7. 87(1H, s) , 8. 37(1H, d. J=4Hz) 

mmmi i (3) 
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iUfi : 1 4 6- 1 4 8*0 

'H-NMR(CDCl3) 6 : 6. 99(2H, d. J=9Hz), 7. 14(2H, d. J=9Hz) , 7. 32(1H, d. J=9Hz) , 
7. 36(1H, dd, J=9Hz, J=2Hz) , 7. 50(1H, d, J=2Hz) , 7. 71 (lH,s) , 8. 46 (IH, brs) 

mmmi i (4) 

5_3/p:E_3_ (4-7^^;i/7x-JU5^:t) -r>K-;U ab^tl5 7) 
a-^: 1 2 6-1 2 St: 

'H-NMRCCDClj) 6 : 2. 26(3H, s) , 7. 88(1H, s) , 8. 09(1H, dd, J=7Hz, J=2Hz). 
8. 22(1H, d. J=9Hz) , 8. 51 (IH, d, J=2Hz), 8. 81 (IH. d, J=2Hz) , 10. 06 (IH, s) 

mmmi i (5) 

Si^: 1 8 4-1 set: 

■H-NMRCDMSO-de) 6 : 7. 29 (IH, d, J=9Hz) , 7. 41 (IH. d. J-9Hz) , 7. 59 (IH. s) . 
7.91 (2H. d. J=9Hz) . 7. 96 (IH. s) . 8. 24 (2H. d, J=9Hz) ,11.91 (IH, brs) 
mmmi 1 (6) 

2- (5-7'Pt<>F-;l/-3--r;U5":t) ^>V^7V-Jl^ (it^^5 9) 
Mj^: 2 2 2-2 2 4^: 

'H-NMR(DMS0-d5) 6 : 7. 28(1H, t, J=8Hz), 7. 38(1H, dd, J=9Hz, J=2Hz). 

7. 42 (IH. 1 , J=8Hz) . 7. 55 (IH. d. J=9Hz) , 7. 68 (IH, d. J=2Hz) , 7. 83 (2H. d, J=8Hz) . 

8.l2(lH.d.J=3Hz),12.24(lH.brs) 

mmm 11(7) 

5_ (5-:/pt-i'>K->'i'-3— rjU5^^) - 1 -7xr.;i/xh77-;u (^b 
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^me 0) 
ilili^: 2 0 8-2 1 Ot: 

'H-NMR(CDClj) 6 : 7. 33(1H. dd. J=9Hz, ]=2Hz), 7. 47(1H, d, J-9Hz), 
7. 62 (IH, d, J=2Hz) , 7. 63-7. 71 (3H, m) , 7. 71-7. 80 (2H, m) . 7. 85 (IH, s) , 
12.00(lH,brs) 

mmmi i (s) 

tl6 1) 
M}^: 1 1 6-1 1 St: 

'H-NMRCCDCU) a : 2. 26(3H,s),5.03(2H,s), 6.93-7.02(5H.in). 

7. 1 5 (IH, d. J=2Hz) , 7. 28-7. 39 (4H. m) , 7. 39-7. 44 (3H, m) . 8. 31 (IH. brs) 

mmmi i o) 

St;^ : 1 3 5 - 1 3 7 1: 

'H-NMR(CDCl3) 6 : 5. 03(2H. s), 7. 00(1H, dd, J=9Hz, J=2Hz), 7. 02-7. U (3H, m), 
7. 1 1-7. 1 9 (3H, m) , 7. 30 (IH. d. J=7Hz) , 7. 33-7. 37 (3H. m) . 7. 37-7. 45 (2H, m) . 
7.46(lH.d. J=2Hz).8.35(lH.brs) 

mmmi i (i o) 

3- (4-/^;U7x:=.>»I/5":t) -5- (^xnjl/X^-;!.) -(>\^-)l iit"^ 

5 -^^D^-Y > H-;H 0$iS:tf 'J 1 . 8g, a-^^fc^ (1)4 
8 mg : hU7x-;i'5i^7>7^ >0. 1 3 g : fc*;^ h U 7x-;U3iN;^7^ >A° 
^v'^Ai'PU H (PdC Ij (PPhj) j) 0. 1 8 g<&vp^ h + vXi$'>5m 
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1 , 7K5m 1 lC!l^L^rUT3 OM»Lfco ^tHZ. X^=.)l^>iLy 1 . 

3 7ml ^mpL^ursmm. 8 o'er- 2 ommm^vtz, Kj^^m^zjK^m^w^ 

^ffll/^THili^^yi 1 (1) <i:|5HitiLT±fB{b^«^<&#fc. 
M: 1 6 5 - 1 6 

'H-NMR(CDCl3) 5 : 2.26 (3H,s), 6.99 (2H;d,J=9Hz). 7.03 (2H,{l.J=9Hz), 
7. 28-7. 35 (3H, m) , 7. 35-7. 45 (2H, m) , 7. 45-7. 56 (3H, m) , 7. 85 (IH. s) , 
8.47(IH.brs) 
Wm 12(1) 

5-yD*-3— r>K-;i^;^;i'A';i/xt H (^k-^tie 4) 

>';^5^;U5i^;l/A75 K2 Om 1 (C0*CT:t4^i/i^{b'J >5. 2m 1 ^JilTLfc. 

::ntc5-7'D^-r>K-;n o ^<DV^^)Vt^)VL.r^ K^fss omi S:riSiT 

L, 3 TO»Lrco JK«^7KtC»Q^. 1 6 %7m\t-r h U A 1 0 0 

m 1 ^mT^fz^. m^m^^^Li.mt'tm^ 10.26 g#/t. 

Bi!.^ : 2 0 7 - 2 1 Ot: 

•H-NMRCDMSO-ds) 5 : 7. 40(1H, d, J=8Hz) . 7. 50(1H. d. J=8Hz) , 8. 23(1H, s) , 
8.36(1H, s),9.93(lH, s) 

%mm 12 ( 2 ) - ( 5 ) 

ii]!ify 12(2) 

4-7*D^-3--r>K-;i^:^;uA>xt h (fb^tie 5) 
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BS.^: 1 8 4- 1 8 6*C 

■H-NMRCCDClj) 6 : 7.16(1H, t, J=8Hz), 7. 45(1H, d, J=8Hz), 7. 51 (lH,d. J=8Hz). 
8. 1 1 (IH, d, ]=4Hz) . 9. 00 (IH, brs) , 10. 94 (IH, s) 

e-^a=E-3-^>\^-)Vti ;i/ A*;i/x t K iit't'^ 6 6 ) 

tt« : nmm 

Hi,^: 2 1 0-2 1 2*C 

■H-NMRCDMSO-dg) a : 7.37(lH,dd, J=8Hz, 2Hz). 7.72(lH,d, J=2Hz). 
8.03(lH,d, J=8Hz),8.33(lH, s), 9. 94(1H, s) , 12. 22 (IH, brs) 

mmmi 2 (4) 

tttt : 

'H-NMRCDMSO-dj) 6 : 7. 73(lH.d, J=9Hz), 8. 17(1H, d. J=9Hz), 8. 59(1H, s) , 

8.95(lH,s). 10.03(lH.s) 
mmmi2 (5) 

2-7x-;u-3— r>K->'U;^;UA';i/xhH ({t^f^e 8) 

Sill,^: 2 6 2 -2 6 3t: 

'H-NMR(DMSO-dj) 5 : 7. 20-7. 34 (2H. m) , 7. 48-7. 55 (IH, in) , 7. 55-7. 69 (3H, m) , 
7. 71-7. 81 (2H, m) , 8. 16-8. 27 (IH, m) , 9. 97 (IH, s) 
13(1) 

5-yDt-3-^>^7;u:toype^-;K>K->'i' (it^me 9) 

^>i$'7;i'^P>^Ptr:t>i!M7K#ll . 5ml€:xh7kK07^>5mMC 
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mmmi^Tco 5^a<&^+-ti->-et5fe^tL±iB{b^«^^ 1.46 g#fc. 

g!!.i> : 2 2 6-2 2 9t: 

'H-NMRCCDCIj) 6 : 7. 36(!H, d, J=8Hz), 7. 49(1H, dd, J=8Hz, J=2Hz) , 
8. 1 2 (IH. d, ]=4Hz) .8.61 (IH, d. J=2Hz) . 8. 98 (IH, brs) 
mmmi 3 (2) 

mmmiz (i) tmm\zLx. uro ({t:^#F7 0) ^ntz. 
14=1^ : nmm 

2 5 8- 2 6 or 

'H-NMR(CDCl3) 5 : 7. 36(1H. d, J=9Hz), 7.49(1H, dd, J=9Hz, J=2Hz) , 8. 06 (IH. s), 
8.59(lH,s),8.85(lH,brs) 
^M««J 1 4 

i_ (5-7'D^-3--r>HU;i/) -2- (4-^^;i^- 1 -tf^-7vx;i/) 

X^>v:t> (ib'&tl? 1) 
;r=*^1J-iJ>iU^o'J KO. 7m 1 «rxh^t: KP77>5m ncm, ^K?^T5 

lB#FBUti$L^c^l -^5^;Hf^^-:^>l- 7ml ^JPA^ 1 PtPa^M 

■7h (i/U^^jU ; ^□D4^;i/A/^^y->)l/= 1 0/ 1) tC#L±Ell:-atl<£: 
1. 12gt#/i, 

it* : 1 9 5 - 1 9 7t: 
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'H-NMRCCDClj) 6 : 2. 33(3H, s) , 2. 36-2. 42 (2H, m) , 2. 42-2. 59(2H, m) . 

3. 40-3. 60 (2H, m) . 3. 60-3. 83 (2H. m) . 7. 1 8 (IH, d, J=9Hz) , 7. 35 (IH, d, J=9Hz) . 

7. 7I(lH,s),8.46(lH,s). 10. 12(lH,brs) 

mmm 1 5 

5- (3-th*D+'>-3-p^^;u-i-:/5"-;i/) -3-^ yi^-ji^tDWVV 

H iit^^l 2) 

S--:rn^-3-^>V-)ltl)lJVVT\z\^0. 5g, ltiS:^'J'^AO. 78 
B'^itm (I) 19mg, hiJ7x-;U3t:X7^'>4 8mg, 
0AmM4 8mg$:v/ h^i^X.^>4m 1 , 7K4m 1 {cMU^fiTS O^m 
mWLfc, :in\z. 2 3 -y^>- 2 -^-;i/0. 4 6g$:Jn 

X 8 ox:n Bmt^vtco Kjt-m^^i^i^^ ^m^mmotzo im^tiyi^o 

1 4 3mgt#fc, 
Si.^: 1 7 6- 1 7 8t: 

'H-NMR(DMSO-ds) <5 : 1. 48(6H. s) , 5. 41 (IH, brs), 7. 25 (IH, d. J=9Hz), 
7. 49 (IH, d, J=9Hz) , 8. 1 2 (IH, s) , 8. 33 (IH, s) , 9. 94 (IH, s) 
16(1) 

5-ynt-3- (4-i'oP7x-;i/x;i/7Mi;i/) -2-^^)V^yY~)V 

iit^^l 3) 

5-7d^:-3- .(4-'!7anyji-)l^^) - 2 -^^JU-r>H-;U3 5 3 
mg^v^DP;<^>5m 1 M^Lfe, m-^ PPj§^-tW4 3 Smg^rjUP 
XX^UV2 BmmWLfZo K^^m^ l h U -^A^S 0ml T» 

Ltz. ^mmit^mmzm^Lfc, m&^tiyAi7n^h (>'j;^7y;u: ^pp 

5j^;i/A/Mx5";i/-5 0/1) {zi^Lfco ^^-^y^uu^rmj^vx. ±SBft; 

^tlSr 1 2 Omgttfc, 
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Mj^: 2 5 8-2 5 8. 5t: 

'H-NMR (DMSO-dj) 5 : 2. 66 (3H, s) , 7. 34 (IH, dd, J=2Hz. J=9Hz) . 7. 39 (IH, d, J=9H 
z) . 7. 65 (2H, d, J=9Hz). 7. 93(2H. d. J=9Hz) , 7. 94(1H, d, J=2Hz) . 1 2. 45 (IH. brs) 

mmm le ( 2 ) - (39) 
^mmi 6 (1) tmmizi^x. oto «b^#)7 4) - at^tii 1 3) ^ 

mmm 16(2) 

5->^n^-2-;^5^;i/-3- (4 -^5^;i/7x-;i/XJi'Ji^-;i') -r>h*-;u 

({b^#j7 4) 

as* : 2 7 6. 5-2 7 7*0 
'H-NMR (DMSO-de) 6 : 2. 34 (3H, s) . 2. 66 (3H. s) , 
7. 32 (IH. dd. J=2Hz, J=9Hz) . 7. 37 (IH, d. J=9Hz) , 7. 38 (2H. d, J=8Hz) . 
7. 80 (2H, d, J=8Hz) . 7. 92 (IH. s) . 12. 34 (IH, brs) 
16(3) 

iH,^: 1 8 7- 1 8 8t: 

'H-NMR (DMSO-dj) 6 : 2.66(3H,s),3.81 (3H,s),7. 18(lH.d. J=8Hz). 
7. 29-7. 40 (3H, m) , 7. 42-7. 52 (2H, m) . 7. 94 (IH. d, J=2Hz) . 12. 39 (IH. brs) 
mm^\16 (4) 

3- (^>v^;UX;i/5jxi:jU) - 5-Zfa=^- 2- >\^-)i^ (it^ 

7 6) 
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ill,^ : 1 8 7 . 5 - 1 8 8 

'H-NMRCDMSO-dj) 5 : 2.09 (3H,s), 4.49 (2H.s). 7.02 (2H.(I, J=8Hz), 
7. 23 (2H. t, J=7Hz) , 7. 28 (2H, dd. J=2Hz. J=9Hz). 7. 36 (IH. d. I=9Hz), 
7.65(lH.d, J=2Hz).12. 18(lH.brs) 

mmm i e ( 5 ) 

2- t e r t ->^5^;i/-5-yPt-3- (y ±=.)V7.)Vt-=-)V) > K-;U 
({b^tl 7 7 ) 

gfi.if : 6 4-6 4. St: 

'H-NMRCCDCl,) 6 : 1. 61(9H, s), 7. 25(lH.d, J=8Hz). 7. 33(lH,dd, ]=2Hz, J=8Hz), 
7. 42-7. 56 (3H. m) , 7. 89 (2H. dd, J=2Hz. J=8Hz) , 8. 31 (IH, d. J=2Hz) , 1 0. 87 (IH. brs) 

mmmi6 (6) 

3- (4-^DP7x-;i/7.>ii/>^-;t') -2, 5-vp^5^;k>h->'U ab^ti 

7 8) 

Bi^. : 1 0 1 - 1 0 

'H-NMR(CDCl3) 6 : 2. 47(3H. s) , 2. 73(3H, s) , 7. 06(1H, dd, J=2Hz. J=8Hz), 
7.20(lH,d, J=8Hz). 7.42(2H,dd . J=2Hz, J=8Hz) , 7. 80(IH, s) , 

7. 92 (2H, dd, J=2Hz, J=8Hz) , 8. 44 (IH, brs) 

mmm 16(7) 

(2-^^)1-3- (>'x-j^;^;^3j^-;^) -r>H-;u-5— r;u) @^i!x^;u 
xxx;u (fb^ti7 9) 

1 1 1-1 1 2V 
'H-NMR(DMSO-dfi) 5 : 1. 24(311, t, J=7Hz), 2. 59 (3H, s), 3. 68(211, s). 
4. 1 2 (2H. q, J=7Hz) , 7. 03(2H, t, .J=8Hz) , 7. 35-7. 47 (3H, m) , 7. 87 (IH, s) , 
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7.91(211.(1. J=8Hz), 8.89 (IH.brs) 

mmmiQ (s) 

)V 8 0 ) 

1 9 7. 5 - 1 9 8t: 
•H-NMRCDMSO-dj) 6 : 1. 35(3H. t, J=7Hz) , 2. 69 (3H, s), 4. 34(2H, q, J=7Hz) . 
7. 49 (IH, d. J=9Hz) , 7. 55-7. 65 (3H. m) . 7. 81 (IH, dd, J=2Hz, J=9Hz) , 
7. 89 (2H. dd. J=2Hz. J=9Hz) . 8. 51 (IH, s) 

mmm i e c 9 ) 

5_yo:E_2-p^5^;i.-3-7x^;i/7.;i/5l^::i;U-r>F-;U (ib^tis 1) 

: 2 0 5 - 2 0 5. 5t: 
'H-NMR(DMS0-d6) 6 : 2. 67(3H. s), 7. 33(1H. dd, J=2Hz. J=9Hz). 
7. 38 (IH, d. J=8Hz) , 7. 59 (IH, d, J=8Hz) , 7. 63 (2H, dd, I=2Hz. J=8Hz) , 
7.91-7.95(3H,[n). 12.39(lH.brs) 

mmmi e (i o) 

(fb^t) 8 2 ) 
: 

iSl!,^ : 2 0 4-2 0 4. 5t: 

'H-NMR(CDCl3+DMS0-dfi) 5 : 1. 31 (3H. t. I=8Hz), 3. 13(2H, q. J=8Hz), 
7. 24 (IH. t. J=8Hz). 7. 28 (IH, I. J=8Hz) . 7. 42 (2H. dd, J=2Hz, J=9Hz), 
7. 87 (2H, dd. J=2Hz, J=9Hz) . 8. 14(1H, d, J=2Hz) , 1 1 . 33 (IH, brs) 

mmm i e ( 1 1 ) 

5-->7y-2-^^;i/-3-7x-;i/x;u4^:::>'U-r>H-;u (it-^ms 3) 
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m,^.: 1 1 9 - 1 2 or 

'H-NMR(DMS0-{l6) 5 : 2. 70(3H, s), 7. 52-7. 65(5H.in). 7. 99(2H. dd. J=2Hz. J=8Hz). 
8.23(1H, s) 

mmm i e (12) 

tl 8 4) 

'H-NMR(CDCl3) (5 : 2.41(3H,s).2.74(3H.s).7.13(lH.d, J=2Hz), 
7. 42-7. 53 (3H, m) , 7. 95 (2H. dd, J=2Hz. J=7Hz) . 8. 03 (IH, s) , 8. 47 (IH, s) 
16 (13) 

•H-NMR(CDCl3) <5 : 1. 23(3H, t, J=8Hz) . 2. 59(3H. s). 4. 1 1 (2H.q, J=8Hz) , 
6. 98-7. 07 (2H, m) . 7. 35-7. 48 (3H, m) . 7. 87 (IH. s) , 7. 92 (2H. d, J=8Hz) , 
8.89(lH.brs) 
mmi6 (14) 

ttt^ : m^m^ 

SUl.^: 2 4 1 -2 4 213 

'H-NMR(DMS0-d6) <5 : 2. 71 (3H, s), 7. 51(lH,d. J=9Hz), 7. 55-7. 68(4H,m), 
7. 92 (2H, dd. J=2Hz. J=7Hz) . 8. 1 4 (IH. s) 
16 (15) 

5-7-t:5^;p-2-^^;u-3-7xiiji/x;i^^x;i/-r>h'-;u (it-^^s 7) 
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m,^.: 2 3 1. 5- 2 3 3. 5^ 

'H-NMR(CDCl3) 5 : 2.67 (3H, s). 2. 71 (3H, s), 7. 29(1H, dd, J=2Hz, J=8Hz), 
7. 36-7. 52 (4H, m) , 7. 83 (IH, d, ]=8Hz) , 7. 95 (2H, d, J=7Hz) , 8. 62 (IH, s) 

mmmi e (i 6) 

(<b^tl8 8) 

'H-NMRCCDClj) (5 : 2. 67(3H. s), 3. 79(2H, s) , 5. 15(2H, s) , 7. 05-7. 15(2H, m) . 
7. 32-7. 50 (8H, m) , 7. 94 (2H, s) , 7. 96 (IH, s) , 8. 59 (IH, brs) 
^mmi 6(17) 

2-^5^;i/-3-7x-;ux;u4^njU-5- (7x::i;ux;i/>f;-ju^5^;i/) ^> 

(it^^S 9) 

ttt^ : 

Sl!,^: 2 6 0-2 6 It: 

'H-NMR(DMS0-d6) 6 : 2. 62(3H, s), 4. 78(2H, s) , 7. 00(IH, d, J=8. 5Hz), 

7. 28 (IH, d, J=8. 5Hz) . 7. 50-7. 80 (9H, m) , 7. 82 (2H, d. J=8. GHz) , 1 2. 20 (IH, brs) 

mmmi e (i s) 

5 ->ry7^5';u-2-^5^;i/-3-7xz:;i/x;U7}^-;U'i'>H-;u (it^^ 

!^ 9 0) 

: mn^mw 

gfi.i^: 2 04-2 0 4. 5t: 

'H-NMR (DMSO-d,) 6 : 2. 67 (3H, s) , 4. 1 2 (2H, s) . 7. 1 5 (IH. dd, J=2Hz. J=8. 5Hz) , 
7. 46 (IH, d, J=8. 5Hz) , 7. 52-7. 65 (3H, m) . 7. 86 (IH, s) . 
7. 92 (2H, dd. J=2Hz. J=8. 5Hz) , 1 2. 20 (IH. brs) 
mmmi 6 (19) 
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«b^«fe9 1) 

a-^: 1 9 5. 5 - 1 9 6t: 

'H-NMR (DMSO-de) <5 : 2. 70 (3H, s) , 5. 39 (2H, s) , 7. 36-7. 39 (IH, m) , 
7. 44 (2H, I , J=8Hz) , 7. 49-7. 55 (3H, m) , 7. 57-7. 63 (3H, m) , 
7. 84(1H. dd. J=lHz. J=8Hz) . 7. 90(2H, d, J=8Hz) , 8. 54 (IH, s) 
imm \ 6 (2 0) 

;u ('fk^ti9 2) 
■lit^ : 

SS.^: 2 0 2-2 0 3*0 

'H-NMR (CDCI3) 6 : 2. 69(3H. s) , 4. 06 {2H, s) , 4. 21 (2H, s) , 7. 21-7. 31 (IH, m) . 
7. 34-7. 46 (9H. m) , 7. 93 (2H. dd, J=2Hz, J=8Hz) , 7. 98 (IH. s) , 10. 63 (IH. brs) 
•mmx 6(21) 

2 - (2 3 - 7x-;i'X;i/7j^r:;u-r > H-Ji/- 5 
^msitp^5";i^x7>f-;i^ «b-&i^9 3) 

: 1 0 8 - 1 0 9 1: 
'H-NMR(CDCl3) a : 2. 64(3H, s) . 4. 06(3H, s), 4. 85(2H. s), 7. 09(1H, d. J=8Hz) . 
7. 11 (IH. d. J=8Hz) , 7. 36 (IH. d. J=8Hz) . 7. 41-7. 48(3H. m) . 7. 56 (IH. d. J=8Hz) , 
7. 60 (IH. d, J=8Hz). 7. 69 (IH. d. J=8Hz), 7. 90(3H. d, J=8Hz) . 8. 77 (IH. brs) 
Wm\ 16 (22) 

5 - t e r t - >^h=^->;^;i/7j^-;U7^y-2->^;P-3- (2-tfU>';U7. 
;i./jx-;i/) -(y\i-Jl (it^m9 4) 
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: 1 5 5 - 1 5 7°C 
'H-NMR(DMS0-d6) 6 : I. 47(9H. s). 2. 66(3H, s), 7. 24(2H, d, J=9Hz), 
7. 59 (IH, dd. J=4Hz. J=8Hz) . 7. 96 (1H, s) , 8. 08-8. 1 1 (2H. m) , 8. 62 (IH. d. J=4Hz) , 
9. 17(lH.brs). 12.06(lH,brs) 

mmm le (23) 

3- (2-pc^;u-3-7x-;i/x;u*-;K >F-;u-5--f;i') -2. 4 

(IH. 3H) -^:>-yU>v:t> at-&tl9 5) 
M:2 9 6-2 9 9t: 

•H-NMR(DMSO-de) 6 : 2. 73 (3H, s) , 7. 1 1 (IH. d, J=8Hz) , 7. 23-7. 27(2H. m) , 
7. 47 (IH, d, I=8Hz) , 7. 55 (2H. d. J=8Hz) , 7. 60-7. 63 (IH. m) , 7. 72 (IH, t . J=8Hz) . 
7. 76 (IH, s) , 7. 86-7. 97 (3H, m) , 1 1 . 52 (IH, s) , 1 2. 33 (IH, s) 

mmm i e (24) 

mA: 1 1 9 - 1 2 0 

'H-NMR(DMSO-ds) 6 : 2. 04(3H, s) . 7. 40(1H, d, J=9Hz), 

7. 48 (IH, dd, J=2Hz, J=9Hz) , 7. 55-7. 60 (3H. m) , 7. 93 (2H, dd, J=2Hz, J=8Hz) . 

8. 08 (!H. d. J=2Hz) , 8. 1 2 (IH. s) , 9. 94 (IH, s) , 1 1 . 80 (IH. brs) 

mmm i e (25) 

5_/s^>./^;l,7^y-3-7x:i;l'X;U7}>-;K>H-;U (^k^tl9 7) 
it,^ : 8 9 - 9 1 r 

'H-NMR(DMSO-de) 5 : 7.46(lH,d. J=9Hz).7. 52-7. 59(6H,in). 7. 70(IH.d, J=9Hz), 
7.96-8. 00(4H,iii),8. 15(IH, s),8. 28(IH, s) . 10. 29(1H, s), 1 2. 25(IH, s) 

16 (26) 
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N- (3-7x-;U7.;U^-;K>H->i1/-5-<;1/) -N' -7x-;i/'^U7 
ak^tl9 8) 

: ^^mm 

a-^: 2 4 2-2 4 3t: 

'H-NMRCDMSO-dg) 6 : 6. 96 (IH, t, J=8Hz) . 7. 26-7. 31 (3H. m), 7. 40 (IH, d. J=9Hz) . 
7. 46 (2H, d. J=8Hz) , 7. 56-7. 60 (3H. m) , 7. 94 (3H, d, J=6Hz) , 8. 1 1 (IH. d, J=3Hz) . 
8.56(1H. s),8.70(lH,s).12.17(lH, s) 

mmmi e (2 7) 

({b'&tl 9 9 ) 

14^ : nm^ 

a^: 2 1 0-2 1 2*0 

'H-NMR(DMSO-de) 6 : 2. 30(3H. s) , 6. 99 (IH. dd. J=2Hz, J=9Hz) . 

7. 27 (2H, d, J=9Hz) . 7. 34 (IH. d. J=9Hz) . 7. 52-7. 63 (5H. m) , 7. 64 (IH, 1. J=8Hz) , 

7. 86 (2H, d. J=8Hz) , 8. 1 2 (IH, s) , 10. 06 (IH, brs) , 1 2. 2 KlH, brs) 

mmm le (28) 
iit'^mi 0 0) 

mj^.: 2 2 2. 5 -2 2 3t: 

'H-NMR(DMS0-d6) 6 : 1 . 49 (9H. s) . 7. 35 (2H, d. J=9Hz) . 7. 54-7. 59 (3H. m) , 
7. 89-7. 96 (3H, m) , 8. 08 (IH. d, J=4Hz) , 9. 28 (IH. brs) , 1 2. 13 (IH, brs) 

mmmi e (2 9) 

S - ■:fn^- 3 - >>^M=-)V- 2 - :^^)V^ > (fb'&tii 0 i) 
iU,-^. : 2 1 1 - 2 1 3 -C 

57 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.coni 



wo 01/32621 PCT/JP0()/07590 

■H-NMRCDMSO-de) 6 : 2. 61 (3H, s) , 3. 13(3H, s) , 7. 32 (IH, dd, J=2Hz, J=8Hz) , 
7. 39 (IH, d, J=8Hz) . 7. 89 (IH, d. J=2Hz) . 1 2. 29 (IH. brs) 
mmmi 6(3 0) 

3- (3-yx.z.)VX)lyt^rL)l^>\^-)l-5-^)l) -2, 4 (IH. 3H) 
-=^:l-7U>v^> (jb'&tll 0 2) 

144^ : 

m,^.: 2 1 7-2 1 8t: 

'H-NMR(DMS0-d5) 6 : 7. 17(lH,d, J=9Hz), 7. 23(2H, t, J=9Hz), 7. 53-7. 60(4H.in). 
7. 70 (IH, t . J=8Hz) . 7. 94 (IH. s) , 7. 95 (IH, d, J=8Hz) , 7. 99 (2H. d, J=8Hz) . 
8.29(lH,s), 11.54(lH,brs). 12. 44(1H, brs) 

mmmi e o d ^ 

2, 5-':^p<^;L'-3-7x:n;i/x;i/7j>-;i/-i'>K-;i/ ({b^t/i0 3) 

i!!.'^: 1 6 4- 1 6 61: 

'H-NMR(CDC1,) 6 : 2.49(3H. s),2. 76(3H,s).7.07(lH.d. J=8Hz). 

7. 21 (IH, d, J=8Hz) , 7. 30-7. 54 (3H, m) , 7. 87 (IH, s) , 8. 01 (2H, dd, J=2Hz. J=8Hz) . 

8. 42 (IH, brs) 

mmmi 6(32) 

B-zfa^h- 3 -7xn;i/x;i/:iJ^-;i/-r >K->'i' iit-^^i 0 4) 

MM: 1 7 9 - 1 8 2t: 

'H-NMR(CDCl3) 6 : 7. 24-7. 42(2H. m) , 7. 42-7. 60(3H,in), 7. 84-7. 91 (IH. m) . 

7.96-8. 10(3H, m),9. ISdH.brs) 
^mmi 6(3 3) 

5 _-/p^_ 3 -yx=.)V7s)Vy^:z)U'i>\i-)l^ (^b'&til 0 5) 
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gt* : 1 1 7 - 1 1 9T: 

'H-NMRCCDCl,) 6 : 7. 13(1H, d, ]=9Hz) , 7. 23 (IH. dd, J=9Hz, 2Hz), 
7. 46-7. 60 (5H, m) , 7. 68 (2H, dd, J=8Hz, J=2Hz) , 9. 87 (IH, brs) 

mmm 16 (34) 

3- (4-/5^;U7x-;i'X;U7^z:;i.) -5- (7xr:;i/x^-;i/) i'>H-;i/ 
(fb^tiioe) 

14^ : n^m^ 

il!,^: 1 8 2-1 SS-C 

'H-NMRCCDClj) (5 : 2.37(3H,s),7.25-7. 30(2H.in).7.30-7.40(4H.in). 
7. 43 (IH, d, J=5Hz) , 7. 56 (2H. dd, J=7Hz, J=2Hz) , 7. 88 (IH, d, J=3Hz) , 
7. 92 (2H, d, J=8Hz) , 8. 1 2 (IH, s) , 9. 04(1H, brs) 

mmmi 6(35) 

til 0 7) 
m,^: 1 3 2- 1 3 5*C 

'H-NMR(CDCl3) a : 2.35 (3H,s), 5.11 (2H,s), 6.97 (lH,dd,J=8Hz,J-2Hz), 
7. 20 (2H, d, J=3Hz) . 7. 27 (IH, d. J=9Hz) , 7. 33-7. 38 (IH, m) , 7. 38-7. 44 (3H, m) . 
7. 46 (2H, d. J=8Hz) , 7. 78 (IH, d. J=3Hz) , 7. 81 (2H, d, J=8Hz) , 8. 85 (IH, brs) 

MMm 16 (36) 

5-^>v^;^:^■=^^->-3-7xn;^x;^5J^::l;^-r>K-;^ (^k-^tii o 8) 
m.^: 1 4 1 - 1 4 3t: 

'H-NMR(CDCl3) 5 : 5. 12(2H, s), 6. 98-7. 02 (IH, i) , 7. 22-7. 32 (2H,in) , 
7. 32-7. 51 (8H, m) , 7. 80 (IH, d, J=3Hz) , 7. 90-7. 96 (2H, m) , 8. 89 (IH, brs) 

mmm i e (37) 
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(It^tl 10 9) 
m!^s: 1 6 8 - 1 7 0 r 

'H-NMR(CDCl3) 6 : 2. 62(3H. s). 5. 36(2H, s), 6. 99(1H. d, J=9Hz) , 

7. 20-7. 25 (IH, m) , 7. 30-7. 39 (3H, m) , 7. 43 (2H, d. J=7Hz) . 7. 50-7. 60 (3H, m) , 

8. 00-8. 07 (2H. in),8. 57(lH,brs) 

mmmi 6(3 8) 

t) 1 1 0) (h 5 -^>^/<;u- 2 3 -7xn;ux;i^7-r-;i'^>K 

111) 

«SJ16 (1) c^ilwl^^^^TM^-e-fco JSf&^<&3%Mi?':^h'J'^A^I^5 

ib^ti 1 1 0 

14^^ : ^n^B^ 

2 1 1. 5-2 1 2^: 
'H-NMRCDMSO-dj) d : 2. 73(3H, s) , 7. 55 (IH, d, J=9Hz) . 7. 58-7. 75(9H.in) , 
7. 87 (2H, d. J=8Hz) , 8. 23 (IH, s) , 1 2. 60 (IH, brs) 
it-^m 111 

tt^ : mmm ^ 

ili,'^.: 1 5 7. 5-1 5 St: 

'Il-NMR(DMSO-ds) <5 : 2. 73(3H. s) , 7. 42(2H, d, J=9Hz) , 7. 46-7. 65 (lOH, m), 
7.66(lH,d, J=8Hz), 12. 30(1H, brs) 
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mmm i e (39) 

)V (-fk^i^l 1 2) i:5-yot-3- (4-t KP=^r'>7xz:;UX;i/7><zi 

ju) -2-/5^;k>k-;u (-fb^tii 1 3) 

5-7'P^:-2-p^^;U-3- (4 - t KP^'>7xz:;i/5":r) > K-;U^ 

•^A^s 0ml T3[Ei^?^Lfco z.(Dt^(Dyfmmtmj^Lrco ^mm^mm 
fb^ti 1 1 2 

: 2 3 8. 5-2 3 9. St: 
■H-NMRCDMSO-de) 6 : 2. 64(3H, s) , 6. 89 (2H, d, J=8Hz) , 7. 31 (IH. d, J=8Hz), 
7. 36 (IH, d, J=8Hz) . 7. 74 (2H, d, J=8Hz) . 7. 93 (IH, s) . 1 0. 44 (IH, s) . 
l2.27(lH,s) 

it^m 1 1 3 
ttt«j : ^mm 

1 1 7. 5-1 1 8. 
'H-NMR(DMS0-d6) 5 : 2. 63(3H, s). 6. 90(2H, dd. J=2Hz, J=9Hz) , 
7. 20(1H. dd. J=2Hz, J=9Hz) , 7. 27 (IH, d. J=2Hz) , 7. 33 (IH. d, J=9Hz) . 
7. 41 (2H, d. J=9Hz) , 9. 96 (IH. s) . 1 1 . 99 (IH. s) 

mmmi ? (d 

2-^5^;i/-6-XhD-3-7xn;i/XJl/>1^-;i/'r>F->'L' (^b^^i l 4) 

t 2 4 h □- 3 -7xx;1/;^;u4^x;k > K-JU ({k^ 

#11 1 5) 

3 hD7XU ><i: 1 -7x-jl<'^:^-- 2 -7°D/\V y^m^^XUMmS 
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^nr^. ^(DM^m^m^^xmmmi 6 (1) tmmoyyjmr^t^it^mm^^ 

it^m 1 1 5 

gH!,^ : 2 0 7. 5-2 0 9"C 

'H-NMRCCDClj+DMSO-ds) (5 : 2. 75(3H. s). 7. 44-7. 55(3H. s). 
7. 94 (2H, dd, J=2Hz, J=7Hz) , 8. 08 (IH, d t , J=2Hz, J=BHz) , 
8. 10 (IH. dd, J=2Hz. J=8Hz) , 8. 26 (IH, d. J=2Hz) , 1 2. 02 (IH, brs) 
it^m 1 1 6 

: 

Sl!,^:239-240'C 

'H-NMRCCDClj+DMSO-dg) 6 : 2. 87(3H, s), 7. 22(1H. t, 8Hz), 7. 48-7. 57(4H,in). 
7. 59(1H. dd. J=lHz, J=9Hz) . 7. 95 (IH. dd. J=lHz. J=9Hz) . 12. 08(1H. brs) 

mmm n ( 2 > - ( 3 ) 
mmmi 7(1) tmm\zLr. oto^ at'^mi 1 6) - at-^mi 1 s) 

mmn ( 2 ) 

x^u at^^i 1 6) 

: 2 0 1 - 2 0 2t: 
'H-NMR(CDCl3) (5 : 1.40(3H, t. J=7Hz), 2. 78(3H. s).4. 39(2H.q. J=7Hz), 
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7. 42-7. 53 (3H, m) 7. 92 (IH. dd. J=2Hz, J=8Hz) , 7. 97 (2H, dd, J=2Hz, J=8Hz) , 
8. 06 (IH, d, J=2Hz) , 8. 08(1H, d, J=8Hz) , 8. 97 (IH, brs) 

7-)v iit^m 117) 

1 3 4. 5- 1 3 6. St: 
'H-NMRCCDClj) (5 : 1. 26(3H, t, J=7Hz) . 2. 56(3H, s) , 4. 29 (2H. q. I=7Hz) , 
7. 17 (IH. t, J=8Hz), 7. 31 (IH. dd, J=lHz, J=8Hz), 7. 35 (IH, dd, J=lHz, J=8Hz). 
7. 41-7. 51 (3H, m) . 7. 92 (IH. d. J=2Hz) , 7. 93(1H, d. J=8Hz) , 9. 45 (IH, brs) 

mmmi i (3) 
f-;i/ (ib'&tn 1 8) 

'H-NMR(CDCl3) 5 : 2. 69(3H, s) . 3. 67(5H. brs) , 7. 12(1H, d. J-8Hz) . 
7. 1 5 (IH, s) . 7. 40-7. 51 (3H. m) . 7. 96 (3H. d. J=6Hz) 8. 78 (IH. brs) 
18(1) 

5_^p^_i_ (4-i:70P^>7<;w -3- (4-^DD7x:i;ux;i/5^ 
zi;i/) .-2-p^5^;u-r>H-;i^ (^b^«l^i i 9) 
s-T'ot-s- (4-i^PD7x->ii/7.;P5j^-;u) -2-p^^;k>h-;u 

1 OOmg^TKi^Tt;:. 7K^<k:»-hU7A (6 0%) l 6mg(Dx h^fc Fo7 
^>^^5mlOLromfco 2 0^>Mi^bfc^, 4-i7ao^>y<;i/^ 
□ U K7 5mgt4-v^5^;U75y eU v>5mg*»P;iT|pItaT9 O^^ftJ^ 
L/i. M^ilKmTfwigSLfc. 3^atCi7DD4^;i^X>3 Om 1 SrJPAT, 1 %^ 

^ia«:^!7^A^n-7h (S^U;«7y;i/ ; ^ aa^^^UA) {c#Lfc. ^Std^x+i^-^ 
<&JtlP^TMLT, iie^b'&tl?: 1 0 6mg#fc. 
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'14^^ : m^nm 

: 1 6 2 - 1 6 3. S-C 
'H-NMR(CDCl3) 6 : 2. 72 (3H, s), 6. 80(1H. d, J=9Hz), 7. 25 (IH. dd, J=2Hz, I=9Hz). 
7. 49 (4H, dd, J=3Hz. J=9Hz) , 7. 65 (2H, d, J=9Hz) , 7. 93 (2H, d, J=9Hz) , 
8.31(lH,d, J=2Hz) 

mmmi s (2) - (5 3) 
mmn s (d tmm\zLx. at^mi 20)- at^mi 1 1) 

mmmi 8 (2) 

5-7*P^-l- (4-^'DP^>y<;i/) -2-;=<5^;i/-3- (4-^^;i/7 
M : 1 8 0. 5-18 1. SX: 

'H-NMR(CDCl3) 6 : 2. 41 (3H. s), 2. 72(3H, s) , 6. 80(1H. d, J-9Hz) , 
7. 24(1H, dd. J=2Hz, J=9Hz) . 7. 32 (2H, d. J=9Hz) , 7. 50 (2H. d, J=9Hz) . 
7. 64 (2H, d, J=9Hz) . 7. 88 (2H, d, J=9Hz) . 8. 33 (IH, d. J=2Hz) 
m^mi 8 (3) 

3- {^y'y)V7.)Vi!r-=-)V) -5-^Dt-l- (4 -i^ □D^>7-r;U) -2 

-^5";p-r>H-;u ab^^^i 2 1) 

14 1-14 1. 5"C 
•H-NMR(CDCl3) 5 : 2. 02(3H. s), 4. 39(2H, s) , 6. 89(IH, d. J=9Hz) , 
7. 06 (2H, d, J=7Hz) ,7.21 -7. 35 (4H, in) , 7. 49 (2H, d. J=9Hz) . 7. 56 (2H, d, J=9Hz) , 
8.08(lH,s) 
%mm \ 8 (4) 

{A-!7UU^yV^ M -3- (3 l- + v-7x-;U7.;U 
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Sl!,^: 2 1 5. 5-2 1 6t: 

'H-NMRCCDClj) 6 : 2. 73(3H. s) , 3. 85 (3H, s) . 6. 80(1H. d, J=9Hz), 
7. 09 (IH, dd, J=2Hz. J=8Hz) . 7. 24 (IH, dd. J=2Hz, J=8Hz) , 
7. 42 (IH, dd. J=2Hz. J=8Hz) . 7. 47-7. 58 (4H. m) . 7. 65 (2H. d. J=8Hz) , 
8.34(lH,d, J=2Hz) 
mii^m 18(5) 

{1- {4-i7un^>'/^ )V) -2-p<5^;i/- 3 -7x::::;U7.Jl/*:::;K>H 
Mj^: 5 4-5 4. 5T: 

'H-NMR(CDCl3) 6 : 1. 26(3H. t, J=7Hz), 2. 74(3H. s) . 3. 72(2H, s) . 

4. 16 (2H, q. J=7Hz) . 6. 86(1H, d, J=9Hz) , 7. 09 (IH. d. J-2Hz, J=9Hz) . 

7. 46-7. 58 (5H, m) , 7. 66 (2H. d. J=9Hz) , 8. 01 (2H, dd, J=2Hz, J=9Hz) , 8. 09 (IH, s) 

mmm i s ( e ) 

5_yp:e-l- (4-i^>^^)i^7^/^>'/^)l) - 3-^^>XJ^7l^-;^- 
2 - ^ > K-JU (it^^ 12 4) 

tt^K : n^m^!^ 

'H-NMR(CDCl3) <5 : 2. 72 (3H, s) , 3. 1 2 (6H, s) , 3. 1 5 (3H, s) , 6. 64 (2H. d, J=8Hz) . 
6. 99(1H, d. J=8Hz) . 7. 23-7. 29(1H, ra) . 7. 59 (2H, d. J=8Hz) . 8. 18(1H, s) 

mmmiB (?) 

1- (4-^un^>v^ )i) -3- (4-^PP7x-;i/x;U7}^— ;u) -2, 

5-'J:^^)V-(>¥-)V (it^mi 2 5) 
: m^B^ 
Mj^.: 1 6 7 - 1 6 8 1: 
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'H-NMRCCDClj) 6 : 2. 44 (3H, s), 2. 74(3H, s) . 6. 76(1H. d, J=8Hz) , 

6. 95 (IH. d, J=8Hz) , 7. 26-7. 49 (4H, m) , 7. 66 (2H, dd, J=2Hz, J=8Hz) . 7. 91 (IH, s) , 

7.94(2H,dd, J=2Hz. J=8Hz) 

mmmi s (s) 

1- (4-^nn^>V-i)U) -2-;<5^;u-6--hD-3-7x-;i/x;i/7l^ 

-;K>K-;I^ (it^^l 2 6) 

1 5 9. 5- 1 6 0. 5V 
'H-NMRCCDClj) 6 : 2.75(3H,s),7.55(4H,d, J=8Hz),7.6I(lH. I. J=8Hz), 
7. 68(2H, d, J=9Hz) . 7. 99 (3H. t, J=8Hz) , 8. 21 (IH, d, J=9Hz) , 8. 33(IH, d, J=9Hz) 

1- (4-^an^>'MM - 2-;>(5^;i/-4-3ihP-3-7x::i;U7.;U5^ 
-;i.-f >F-;i/ ab'&tii 2 7) 

U!,^ : 2 1 0 - 2 1 1 "C 

'H-NMRCCDClj) <5 : 2. 80 (3H, s) , 7. 21 (2H, d, J=8Hz) . 7. 42-7. 61(6H, m) . 
7. 68 (2H, d, J=9Hz) , 7. 95 (2H, d. J =9Hz) 

mmmi s (i o) 

1- (4-^uu^>V^ )U) -2-/^;i/-3-7xr:;ux;i<'4^:i;K>K- 

6 -t})\^yi^>mx9-)VJi7.7')l ab^#) 12 8) 
gH!*: 14 2. 5- 14 St: 

'H-NMR(CDCl3) (5 : 1. 31 (3H, I, J=7Hz), 2. 76(3H, s), 4. 29(2H,q, J=7Hz). 

7. 49-7. 61 (5H, m) , 7. 66 (IH, s) , 7. 68 (2H, dd. J=2Hz, J=9Hz) , 

7. 99 (IH, dd, J=2Hz, J=9IIz) , 8. 01 (2H, d, J=8Hz) , 8. 22 (IH, d, J=9Hz) 

mmm is (id 



66 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



wo 01/32621 PCT/JPOO/07590 

1- (4-i^pp^>^/^>'i^) - 2-^5^;i/- 3 -7x:i;u7>;u*-;k >H- 
;i/-4-*;u^>i5x^;i/xxx;i/ (^k-^tii 2 9) 

m,^: IQl- 5-16 2. 5V 

■H-NMRCCDClj) 5 : 1. 32(3H. I, J=7Hz) . 2. 64(3H. s) , 4. 38(2H. q, J=7Hz), 
7. 09 (IH, d, J=8Hz) , 7. 1 9 (IH, I , J=8Hz) . 7. 40 (IH, d. J=7Hz) . 7. 48-7. 61 (5H, m) . 
7. 67 (2H, d, J=8Hz) . 8. 05 (2H, d, J=8Hz) 
mmmi 8 (1 2) 

I - (4-/7au^>'M)\^) -2-^5^;i/-3-7xn;i/x;U5}^n;u-r>H- 

tt« : 

m,^: 1 9 2. 5- 1 9 4^: 

'H-NMR(CDCl3) (5 : 1. 42(3H. I, J=7Hz) , 2. 77(3H, s) . 4. 41 (2H, q, J=7Hz) . 

6. 95 (IH, d, J=9Hz) , 7. 45-7. 62 (5H, m) , 7. 67 (2H, d, J=8Hz) , 7. 85 (IH, d, J=8Hz) , 

8.04(2H,d, J=8Hz),8. 85 (IH. s) 

mmm is ( i a ) 

5-:/D^-3- (4-i^oD7xx;ux;u4^x;u) -i- (4-^DD^>y 
-2-x5";U'r>H-;u (Ib^^i 3 i) 

RH.-^ : 1 2 6 - 1 2 6 . 5 

'H-NMR(CDCl3) 6 : 1. 17(3H. 1, J=8Hz) . 3. 26(2H. q, J=8Hz). 6. 62 (IH. d, J=9Hz) , 
7. 21(IH. dd, J=2Hz, J=9Hz) . 7. 49-7. 53 (4H, m) . 7. 64 (2H, dd. J=2Hz, I=9Hz) . 
7. 94 (2H. dd, J=2Hz, J=9Hz) . 8. 31 (IH. d, J=2Hz) 

mmmi 8(14) 

1- (4-^Do^>y-r;i') -5->'T/-2-^5^;u-3-7xx;i/x;i^jf: 
-;k>k-;u (^b-^^^l 3 2) 
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14^ : nm^ 

M : 1 9 9. 5-2 0 0. St: 

'H-NMRCCDClj) (5 : 2. 75(3H. s), 7. 05(1H. d. J=9Hz). 7. 41 (IH, d. J=8Hz), 
7. 50-7. 68 (7H. m) . 7. 99 (2H, d, J=8Hz) , 8. 55 (IH, s) 

mmmi s (i 5) 

> (^b^t; 133) 

Ull,^. : 6 8-6 9'C 

'H-NMR(CDCl3) 6 : 2. 71 (3H, s), 3. 14(6H, s), 6. 64(2H, d, J=9Hz), 
6. 94 (IH. d, J=9Hz) , 7. 23 (IH. dd, J=2Hz, J=8Hz) , 7. 49-7. 58 (4H, m) , 
7. 91 (IH, d. J=9Hz) , 8. 00(2H. d, J=8Hz) , 8. 32 (IH, d, J=2Hz) 

mmmi 8(16) 

(1- i4-Cfaa^>V^)i) -2->5^;|/-3-7x-;i^x;u^-;k>K 
-;i/-4— r;u) i^i?p^5";uxxT-;i/ at^^^i 34) 

'H-NMR(CDCl3) 6 : 2. 71 (3H, s), 3. 57(2H, s) , 3. 62(3H. s), 6. 91 (IH, s), 

7. 22 (IH, d, I=8Hz) , 7. 48-7. 59 (5H. m) , 7. 67 (2H, d, J=8Hz) , 8. 00 (2H, d, J=8Hz) , 

8. iKlH.d, J=8Hz) 

mmm is ( 1 7 ) 

~)V-(>Y-)V {{t^^l 3 5) 
gill^: 1 4 9- 1 49. 5^: 

'H-NMR(CDCl3) 6 : 2. 34(3H, s>. 2. 65 (3H. s) , 6. 83(1H, d. J=9Hz) . 

7. 23 (IH, d, ]=9Hz) , 7. 27 (2H, d) . 7. 36 (III. d, J=8Hz) . 7. 48-7. 62 (4H, m) , 
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7.98(2H,d, J=8Hz),8.34(lH, s) 

mmmiB ci s) 

'j7;i/^Dp^^;u-i'>H->'i/ (itemise) 

: 

1 1 0 - 1 1 0. 5"C 
'H-NM(CDCl3) a : 2.38 (3H,s), 2.69 (3H,s), 7.05 (lH,(I.J=9Hz), 
7. 27 (2H, dd, J=4Hz, J=7Hz) . 7. 38 {2H, dd, J=4Hz, ]=7Hz) . 7. 50-7. 61 (4H, m) , 
7.99(2H,d. J=8Hz),8.48(lH,s) 

mmm is (19) 

1- (4-^DD^>y-r;U) - 2-^5^;1'-3-7x-;1'7.>'Uj^->I1/-5- h 

^)y)V:^u^^)V-(yY-}V Wb^tii 3 7) 

m^-^: 1 6 9 - 1 7 or 

'H-NMRCCDCla) (5 : 2. 76(3H, s) . 7. 04(1H. d. J=9Hz), 7. 40(1H. d. J=9Hz), 
7. 49-7. 64 (5H, m) , 7. 66 (2H, d, J=8Hz) , 8. 01 (2H. d, J=8Hz) , 8. 49 (IH. s) 
18 (20) 

)VTt-^-)V'i y H-;u (C^ti 13 8) 

m.^: 1 4 2-1 44^ 

'H-NMR(CDCl3) 6 : 2.4l(3H.s),2.76(3H,s),7.03(iH,d, J=9Hz), 

7. 29 (2H. d, J=7Hz) , 7. 39 (IH. d, J=7Hz) , 7. 48-7. 67 (8H, m) , 

7. 78 (2H, dd, J=2Hz, J=8Hz) , 7. 95 (2H. dd, J=2Hz, J=8Hz) . 8. 52 (IH, d, J=2Hz) 

nmmi s (2 d 

S-^yV-i )\^- I - {A-^uu^y^J^M -2'-;f^'f-)l-3-yx.=.)U7. 
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)lt^-)H > H-;i/ Ub^tl 13 9) 
m,^: 7 4-7 5t: 

'H-NMRCCDClj) 6 : 2. 81 (3H, s) , 7. 03(IH. d, J=9Hz), 7. 42-7. 72 (1 IH, ni) , 
7. 79 (2H. dd, J=2Hz, J=7Hz) , 7. 97 (2H, dd, J=2Hz, ]=7Hz) , 8. 53 (!H, d, J=2Hz) 

mmmi8i2 2) 

> H-;u 14 0) 

ttt^ : ^fel^* 

Sl,^ : 1 7 8 - 1 7 9 . 5 1: 

'H-NMRCCDCl,) 6 : 2. 38(3H, s) , 2. 68(3H. s) , 2. 71 (3H, s), 6. 98(m. d, J=9Hz), 
7. 28 (2H, d, J=9Hz) , 7. 38 (IH, d, J=8Hz) , 7. 48-7. 62 (4H, m) , 

7. 77 (IH, dd, ]=2Hz, J=9Hz) .8.01 (2H, d, J=8Hz) , 8. 76 (IH, s) 

mmm 18(23) 

> H-;u iit'^m 14 1) 
H*.^. : 1 8 1. 5-18 3. 5t: 

'H-NMR(CDCl3) (5 : 2. 69(3H, s) , 2. 76(3H, s), 6. 97(IH, d, J=9Hz). 
7. 47-7. 63 (5H, m) . 7. 67 (2H, d, J=9Hz) , 7. 80 (IH, d, J=8Hz) , 8. 03 (2H. d. J=8Hz) , 
8.77(lH.s) 
%mmi 8(2 4) 

2, 5-v^5";U-l- {A-'y^^)V7^J^y'/-i)V) - 3 -y x.Z.)V7s)V 

> (^b'&tl 14 2) 

: 8 9 - 9 2*C 
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'H-NMR(CDClj) 6 : 2. 45 (3H, s) , 2. 71 (3H, s) . 3. 09 (6H. s) , 6. 62 (2H, d. J=9Hz) . 
6. 94 (2H, s) . 7. 43-7. 60 (5H, m) . 7. 93 (IH, s) . 8. 09 (2H. d. J=9Hz) 
^mmi 8 (2 5) 

(1_ (4-v?/^;|/T= y^>yi';W -2-;<5";^-3-7x-;^7.J^7}^- 
;K > 5--()V) g^i^X^'^l/XT.f-JU at'&tl 14 3) 

'H-NMR(CDCl3) 5 : I. 25 (3H. t, J=7Hz), 2. 71 (3H, s). 3. 1 1 (6H, s), 

4. 14 (2H, q, J=7Hz) , 6. 67 (2H. d, J=9Hz) . 7. 09 (IH, d. J=9Hz) , 7. 45-7. 55 (3H. m) , 

7. 58 (2H, d, J=8Hz) , 7. 96-8. 04 (3H, m) , 8. 06 (IH. s) 

mmm 18 (26) 

: ltfe?fi» 

'H-NMR(CDCl3) 6 : 2. 79(3H, s), 3. 12(6H, s). 6. 65(2H, d. J=9Hz), 
7. 1 6 (IH, d, J=8Hz) , 7. 46-7. 65 (7H. m) . 7. 70 (IH, dd, J=2Hz, J=9Hz) , 
7. 79 (2H. dd, J=2Hz, J=8Hz) . 7. 89 (IH, d, J=9Hz) , 7. 97 (2H. d, J=8Hz) . 
8.50(lH,d, J=2Hz) 

mmm is (27) 

(i_ (4-/;an^>'/-i)V) -2-;>^^;i/-3-7x-;ux;i/3jN-;K>H 

: rm^mw 

: 1 3 3 - 1 3 5 1: 

'H-NMR (CDC 1 3) 5:2.75 (3H, s) . 3. 78 (2H, s) , 5 . 14 (2H, s) , 6. 84 (1 H, d, J =8. 5Hz) . 
7. 08 (IH, d, J=6. 5Hz) , 7. 3-7. 4 (5H. in) , 7. 45-7. 52 (4H, m) , 7. 52-7. 6 (IH, m) . 
7. 66 (2H. d, J=9Hz) , 8. 0 (2H, d. J=7. 5Hz) . 8. 1 1 (1 H, s) 
18 (28) 
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1- (4 -^□p/^>y-r;i/) - 2 3 -7x-Jl/X;U4^->'l/- 5 -7 
M}^.: 2 2 6. 5- 2 2 St: 

'H-NMRCCDCIj) 5 : 2. 71 (3H, s). 4. 42(2H. s) . 6. 86(IH. d, J=9Hz). 

7. 01 (IH, d, J=9Hz) , 7. 44-7. 70 (12H, m) , 7. 95 (2H. d, J=8Hz) . 7. 99 (IH, s) 

mmm is (29) 

1- {4-^nn^>V^M -5-->7/^5^>'l'-2-^^;i/-3-7x-;i/ 
:5^;U7h -;K > (^b^ti 14 7) 

JBl^: 1 2 3. 4- 1 2 4t: 

'H-NMRCCDClj) 5 : 2. 75(3H, s), 3. 85 (2H. s) . 6. 93(1H. d, J=9Hz). 
7. 1 4 (IH, d, J=9Hz) . 7. 49-7. 62 (5H, m) , 7. 66 (2H, dd, J=2Hz, J=7Hz) , 
8. 00 (2H, dd, J=2Hz. J=7Hz) , 8. 1 1 (IH, s) 

mmmi s (3 o) 

I - {^-/puu^y^/^ )V) -2-/^;u-3-7x^;i/x;i/>t;:i;K>K- 
5 -;^;i/3j^>i?^>v>'Uxxx;P (<l:^tii4 8) 

im^cS : 1 44-1 4 4. 

'H-NMR(CDCl3) (5 : 2. 78(3H, s), 5. 41 (2H, s) , 6. 94(1H. d, J=9Hz) , 
7. 35-7. 62 (lOH, m) , 7. 66 (2H, d, J=9Hz) , 7. 87 (IH. dd. J=2Hz, J=9Hz) , 
8.02(2H,d, J=8Hz).8.88(lH, s) 

mmm 18 (31) 

2- (1- (4-^DD^>y'f ;l/) -2-p<5'>'U-3-7xr:;UX;l'd^X)K 

> K-;u- 5 --r;P>5^>'i'7.;i'3t;:i;u) ^m#i?p^5^>'i^xxx;i' (^b^ 

t)l 4 9) 
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'H-NMR(CDCl5) a : 2. 61 (3H. s) . 4. 05 (3H, s) , 4. 86 (ZH, s) , 6. 82 (IH, d. J=9Hz) , 
7. 08 (IH, d, J=8Hz) , 7. 40 (IH. t. J=8Hz) , 7. 49 (2H, d, J=9Hz) . 7. 52 (2H. d, J=9Hz) . 
7. 57 (2H. d. J=9Hz) . 7. 62 (IH. t, J=9Hz) , 7. 65 (2H, d. J=9Hz) , 7. 70 (IH, d, J=8Hz) . 
7.99(2H,d, J=8Hz).8. 13(lH,s) 

MMM 18(32) 

)V- 3 - y x.=.)ix)Vt^=.)i^ y K-JU <<\'c%^ i 5 o ) 
tt^ : 

: 2 0 8 . 7 - 2 1 1 1: 
'H-NMR (CDC Ij) 6 : 2. 75 (3H, s) , 4. 1 5 (2H, s) , 4. 20 (2H, s) , 6. 96 (IH. d. J=9Hz) , 
7. 22 (IH, d. J=7Hz) . 7. 39-7. 57 (1 OH, m) . 7. 69 (2H. d. J=9Hz) . 8. 02 (2H. d. J=8Hz) . 
8. 19(1H, s) 
%mm \ 8(3 3) 

^-^yV)\/7.)Vit-zL}\,is^)],-\- (4-v^^;u75y^>y'i'>iu) -2- 
p^5^;i/-3-7x:::;i/X;U5f;-;i/-f >K->'i' (^b'&t/isi) 

: 9 4-9 6. 

'H-NMR (CDCI3) (5 : 2.74 (3H,s), 3.12 (6H.s). 4.12 (2H.S). 4.22 (2H.s), 

6. 65 (2H, d. J=9Hz) .7.12 (IH. d. J=9Hz) . 7. 24 (IH. d. J=9Hz) , 7. 38-7. 52 (8H. m) . 

7. 59 (2H. d, I=9Hz) , 8. 01 (2H. dd. J=2Hz. J=9Hz) , 8. 1 5 (IH. s) 

\ 8(3 4) 

5-^>-:/;ux;i'7^-;i.p^^;i/- 1- (3-vp^5^;i/7 5y^>7-r;i/) -2- 
/^;i/-3-'7x-)u;^;i'7}N:i;u-r>K-;i' (-fk^tii 5 2) 

'm. : 

: 1 6 9 - 1 6 9. 5X: 
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'H-NMR(CDCl3) 6 : 2. 73(3H, s) . 2. 99(6H, s) . 4. 12 (2H, s) . 4. 21 (2H, s) . 
6. 87 (IH, d. J=8Hz)7. 01 (IH, d, J=9Hz), 7. 07(1H. s) . 7. 1 1 (IH. d. ]=8Hz) , 
7. 22 (IH, dd, J=2Hz. J=7Hz) . 7. 29 (IH, t, J=8Hz) . 7. 44 (5H, brs) , 7. 49 (2H. t, J=8Hz). 
7. 54 (IH, d, ]=7Hz) , 8. 01 (2H, d, J=7Hz) , 8. 17 (IH, s) 
18 (35) 

2- (1- (4-i^)<^)l^75.y^>V-(JV) -2-;<5^;u-3-7x-;ux;i/ 

/l^-;K>K-;^-5-^J^^5">|^x;^*->'^) ^m#i^;<5">'ux7.x;i/ at-^ 
mi 5 3) 

M : 1 0 4 - 1 0 4. 5t: 

•H-NMR(CDCl3) (5 : 2. 71 (3H, s) , 3. 11 (6H, s), 4. 06(3H. s). 4. 86(2H, s) . 
6. 62 (2H. d. J=9Hz) . 6. 96 (IB, d, J=9Hz) . 7. 06 (IH, dd, J=lHz. J=9Hz) , 
7. 34 (IH, I, J=8Hz) . 7. 47-7. 59 (7H, m) , 7. 68(1H, d, J=8Hz) . 
7. 95 (2H, dd, J=lHz, J=9Hz) , 8. 04(1H, s) 

mmmi s (3 6) 

1- (3-s^^^;i'75y^>7-r;i/) -2-p<5";i/-3--7x:i;i/7.;i/*:i;i/ 

- 5-7x::i;i/7.;i/7j^:::;i/^^;i'-r>H-;U iit^mi 5 4) 

'H-NMR(CDCl3) 6 : 2. 69(3H, s) , 2. 98(6H, s), 4. 42(2H. s), 

6. 85 (IH. d, J=8Hz) , 6. 99 (2H, d, J=7Hz) , 7. 03 (IH, s) , 7. 23-7. 31 (IH, m) , 

7. 42-7. 52 (IH, m) , 7. 59-7. 64 (5H, m) , 7. 93 (2H. d, I=8Hz) 

2- (1- (3-i^/5';i/7^y^>y-r;i/) -2-p^^;i/-3-7xr.;ux;u 

til 5 5) 
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M : 9 5 - 9 6t: 

'H-NMRCCDCl,) 6 : 2.70 (3H,s), 2.97 (6H, s). 4.06 (3H,s), 4.86 (2H,s), 

6. 82 (IH, d, J=8Hz) . 6. 94(1H. d, J=9Hz) , 6. 99 (IH, d, I=9Hz) . 7. 02 (IH. s) . 

7. 07 (IH. d, J=IOHz) , 7. 27-7. 29 (IH, m) . 7. 36 (IH, t, J=8Hz) . 

7. 49-7. 52 (3H, m) . 7. 55-7. 61 (2H, m) , 7. 69 (IH, d. J=8Hz) , 7. 98 (2H, d, J=8Hz) , 

8.09(lH,s) 

mmmi s o s) 

1- (4-i^^f";i/7^/^>V'i';i') -2-^^;u-3-7xr:;i/7»iU5j>-;i' 
- 5-7x-ji'X;u4^r:;i/p^5^;K>K-;u (^b^«fei56) 

'H-NMR(CDCl5) 6 : 2. 68(3H. s) , 3. 1 1 (6H, s). 4. 42 (2H, s), 6. 62 (2H. d, ]=9Hz) , 
6. 99 (IH, d, J=9Hz) . 7. 42 (2H, t, J=8Hz) , 7. 48 (2H, I, J=8Hz) , 7. 54-7. 59 (4H, m) , 
7. 62 (2H, d, J=7Hz) , 7. 88 (2H, d, J=9Hz) , 7. 91 (2H, d, J=8Hz) 

mmmis (39) 

;i/7.jU5jN-;i/-5-7xz:>/i/x;i/4^:i;L'P^5^;u-r>K";u Ut-^^i 57) 

a^,: 9 9-1 0 It: 

'H-NMR(DMSO-de) d : 2. 04(3H, s) , 2. 53(3H, s) , 2. 62(6H, s), 4. 82(2H, s) , 
6. 95 (IH, d, J=9Hz) . 7. 02 (IH, dd, J=2Hz. J=9Hz) , 7. 08 (IH, d, J=7Hz) , 
7. 30 (IH, t, J=8Hz), 7. 36 (IH, d, J=7Hz), 7. 55 (2H, t, J=8Hz). 7. 60 (2H, t. J=8Hz). 
7. 68-7. 74 (4H, m) , 7. 90 (2H, dd, J=2Hz, J=8Hz) . 7. 91(1H. s) 

MMm 18(40) 
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MA: 9 8-9 g-C 

'H-NMR (DMSO-dg) 6 : 2. 1 1 (3H, s) . 2. 58 (3H. s) . 2. 64 (6H, s) , 4. 44 (2H. s) , 
4. 61 (2H, s) , 7. 06 (IH, d, J=9Hz) , 7. 10 (IH, d. J=7Hz) . 7. 20 (IH. d, I=9Hz) . 
7. 30 (IH, I, J=8Hz) , 7. 36-7. 40 (6H. m) . 7. 56 (2H. t, J=8Hz) , 7. 64 (IH, d. J=7Hz) , 
8.01(2H,d, J=8Hz).8. 13 (IH, s) 

mmmi8 (4i) 

5 - t e r t -7> + '>:^;1/jK-;U7 5 y - 1 - (4 - v'^^JI/TS 
^^15 9) 
M}^: 8S-9 IV 

'H-NMR (DMSO-dg) 6 : 1 . 47 (9H, s) , 2. 64 (3H, s) . 3. 07 (6H, s) , 6. 78 (2H. d, J =9Hz) , 
6. 93 (IH, d, J-8Hz) , 7. 22 (IH, brs) , 7. 48 (2H, d, J=9Hz) , 7. 67 (IH, t, J=8Hz) . 
8. 1 0 (IH, s) . 8. 13-8. 2 1 (2H, m) , 8. 69 (1 H, d. J-5Hz) , 9. 33 (IH, s) 
^mmi8 (4 2) . 

3- (2-^^)1-1- (3->?^^;u75y-2-/5^;P'^>v-r;w -3- 
7xr:;i'X;i/5j^-;K>l-'->'i^-5-i'>ii') -2, 4 (ih, 3H) 

>v*> (it-^miG 0) 

ttt^ : m.nm^ 

m,^.: 1 5 9 - 1 6 1 1: 

'H-NMR (DMSO-dj) 6 : 2. 20(3H. s), 2. 64(3H, s). 2. 67(6H, s). 7. 1 1 (IH, d, J=9Hz), 
7. 1 7 (2H, dd, J=2Hz, I=8Hz) , 7. 24 (2H, d, J=8Hz) , 7. 33 (IH, dd, I=2Hz, J=8Hz) , 
7. 39 (IH, d. J=8Hz) , 7. 59-7. 64 (2H, ai) , 7. 68-7. 73 (2H, m) , 7. 95 (IH, d, J=8Hz) , 
7.97-8. 10 (3H.in), 11.56 (IH, s) 
nmmiS (4 3) 

3- (2-y^;i^-i- (4-vyf-^7sy^>y-f;u) - 3 -7xii;i/7.;i/ 
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7}s;:;i/-<>H-;u-5-^;W -2. 4 (ih, 3H) -^i-V^)>'J^> (it 

1 6 1 ) 
it^ : ^n^B^ 

2 0 2 - 2 0 4^: 
■H-NMRCDMSO-dj) 6 : 2. 73(3H. s) . 3. 09(6H, s), 6. 82(2H, d, J=9Hz) , 
7. 1 0 (1 H, d. J=8Hz) , 7. 1 5 (IH. d, J=8Hz) .7.26 (2H. d, J=8Hz) . 7. 56-7. 64 (4H. m) . 
7. 65-7. 74 (2H, m) , 7. 96 (2H. d. ]=2Hz) , 8. 03 (2H. d, J=8Hz) . 1 1 . 56 (IH, s) 

mmmi s (4 4) 

^^;K>H-;u-3-'r>'i'7»'u*-;i') ^mM^>v>'u ak-&tii6 2) 

'H-NMR(CDCl3) 6 : 2. 24(3H. s) , 2. 54(3H, s). 2. 71 (6H, s). 5. 30(2H. s), 

6. 91-6. 99 (2H, m) , 7. 1 8-7. 24 (2H, m) , 7. 30-7. 42 (5H. m) . 7. 56-7. 62 (3H, m) , 
8.05-8. lOdH.m), 8. 16(1H. d. J=2Hz) 

mmmis (45) 

({b^tl 16 3) 

tt^ : m^m^ 

m,^.: 1 1 0-1 1 s-c 

'H-NMR(eDClj) 6 : 3.91(3H,s),7.04(2H,d.J=9Hz),7. 11-7. 19(3H,id). 
7. 1 9-7. 25 (2H, m) . 7. 50 (IH. dd, J=9Hz. J=2Hz) , 7. 65-7. 69 (2H. m) , 

7. 76 (2H, d, J=9Hz) , 8. 24 (IH. d, J=9Hz) 

mt^m 18 (46) 
(it^mi 6 4) 
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M : 1 4 7 - 1 4 9t: 

'H-NMRWlj) 6 : 3.91(3H,s),6.88(lH,d, J=8Hz).6.99-7.09(3H,in). 
7. 44 (IH, d I, J=8Hz, I=ZHz) , 7. 53 (IH, dd, I=9Hz. J=2Hz) , 7. 69 (IH. d, J=2Hz) . 
7. 71-7. 81 (3H, m) , 8. 27(IH, d, J=9Hz) , 8. 40(1H, d. J=5Hz) 

mmmi s (4 ?) 

)V) -r>H-;i/ ab-^tii 6 5) 
: m^mm 

ill;^: 1 3 3 - 1 3 5t: 

'H-NMRCCDClj) 6 : 7. 04(2H, d, J-9Hz) , 7. 07(2H, d, J=9Hz) , 7. 19 (2H, d, J=9Hz) . 
7. 51 (IH, dd, ]=9Hz. J=2Hz) , 7. 63 (IH. d. J=2Hz) . 7. 68 (IH, s) . 7. 76 (2H, d, J=9Hz) . 
8.23(lH,d, J=9Hz) 

mmm 18 (48) 

5-yPt-l- (4-p^ h + i>^>y-r;i/) -3- (4-/5";i/7xn;i/^ 
:t) -r>K-;U (^b'&tll 6 6) 

: m^mm 

Mf^si 1 3 4- 1 3 6t: 

'H-NMR(CDCl3) 6 : 2. 28(3H. s) , 3. 91 (3H, s) , 6. 99-7. 05(4H,iii), 

7. 09 (2H, d, J=8Hz) , 7. 49 (IH, dd, J=9Hz. J=2Hz) . 7. 64 (IH, s) , 7. 66 (IH, d, J=2Hz) , 

7. 75 (IH, d, J=8Hz) , 8. 22 (IH, d, J=9Hz) 

mmmi s (4 9) 

5-:/P*-l- (4-)^h^'>^>V^ )U) -3- (4--hP7x-;i/5^ 

tT) <>K-;i^ (^b^tii 6 7) 

m,^.: 1 5 7- 1 5 9t: 

'H-NMR(CDCl3) 6 : 3. 93(3H, s). 6. 99(2H, d, J=9Hz), 7. 50(lH,dd, J=9Hz, J=2Hz), 
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7. 54 (IH. s) . 7. 60 (2H, d. J=9Hz) ,7.71 (2H. d, J =9Hz) , 7. 74 (IH, d, J=2Hz) , 
8. 14(IH, d, J=9Hz) , 8. 20 (2H, d, J=9Hz) 

mmmi 8 (5 o) 

(it^<^l6 8) 
m.^: 1 3 8-14 Ot: 

'H-NMR(CDCl3) 6 : 3. 10(6H.s).6.73(2H.d, J=9Hz),7. 10-7. 18(3H,in). 

7. 20-7. 24 (2H, m) , 7. 45-7. 50 (IH, m) , 7. 67 (IH. d, J=2Hz) , 7. 72 (2H, d, J=9Hz) , 

7.77(lH,s),8. 17(lH,d. J=9Hz) 

mmmi s (5 d 

5_^p:e-i- (3->^^^;u75y^>V-r;w -s- (2-e';v;u5" 
p*-) >H-;u (ib^tii 6 9) 

tt^ : itfel»* 

Wi.^: 1 8 5 - 1 8 8t: 

'H-NMR(CDCl3) 6 : 3. 01(6H, s) , 6. 87(1H, d, J=8Hz), 6. 94(1H, d. J=8Hz) . 
6. 98-7. 03 (2H. m) , 7. 04 (IH, s) . 7. 36 (IH, t. J=8Hz) . 7. 44 (IH, t, J=8Hz) , 
7. 54 (IH, dd, J=9Hz. J=2Hz), 7. 68 (IH, d, J=2Hz). 7. 76 (IH. s), 8. 34 (IH. d, I=9Hz). 
8.38-8.41 (IH, m) 
mt&m 18 (52) 

(^b^tll 7 0) 

tt« : 

M}^: 15 1-16 3t: 

'H-NMR(CDCl3) 6 : 3. 01 (6H. s), 6. 94(1H. d, J=8Hz). 6. 99 (IH. d, J=8Hz) . 
7.03(lH.s).7. 11-7. 19(3H. in).7. 19-7. 29 (2H. in),7.36(lH, t. J=8Hz), 
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7. 51 (IH, dd, J=9Hz. ]=2Hz) , 7. 66 (IH, d, ]=2Hz) . 7. 69 (IH, s) , 8. 31 (IH. d, J=9Hz) 

mmmis (53) 

>H-;U iit^!^! 7 1) 

: 1 2 0 - 1 2 2t: 
'H-NMR(CDCl3) 6 : 2. 52(3H, s), 6. 95(2H. d, J=9Hz) . 7. 08-7. 16(3H, in) , 
7. 20-7. 25 (3H, m) , 7. 5 1 (3H. d, J=9Hz) , 7. 66 (IH, d, J=2Hz) , 7. 69 (2H. d. J=8Hz) , 
8.08(lH,d. J=9Hz) 

mmm 1 9 ( i ) 

(1- {A-^uu^>'/^)V) -2-;t^;u-3-7x-;U7>;i/j^n;K>H 

-;)<'- 5— r;i/) mm iit^mi 7 2) 

(1- (4 -^nn^>y-<;u) - 2 3 -7x-;ux;u5j^-;K > 



^aSUfc. ?^a^;*7vAi'PT h (xU;^?^*;!/ ; i7PP7}^;^A//^y-;^ 
= 1 0/1) tr#LT±l2fk'&tl^9 Omg^fco 

in* : 1 0 5 - 1 0 et: 

'H-NMR(CDCl3) (5 : 2. 74(3H, s), 3. 77 (2H, s) . 6. 82-6. 89(1H, m) . 7. 02-7. 09 (IH, 
Di) , 7. 45-7. 60 (5H, m) , 7. 66 (2H, d, J=9Hz) , 8. 0 (2H, d, J=7. 5Hz) , 8. 10(1H, s) 
%mm 19(2) 

IISS01J19 (1) tmmzLx. OT© ('fb-&tii7 3) s#fc, 
1- (4-i:7pn^>y'r>'U) -2-^5^;u-3-7x-;i/7.;ujt^->iK>K- 
;p-5-;^3;Uj)^>S? (^b^tii 7 3) 
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iH,^. : 2 0 4 - 2 0 7 1: 

•H-NMRCDMSO-dj) d : 2.69(3H,s).7.02-7. 12(IH,in),7.60-7.71 (SH.m), 

7. 79-7. 82 (3H, m) . 8. 00 (2H, d, J=8Hz) , 8. 62 (IH. s) 

mmm 2 0 

5- (1- (4-i7au^>'/^M -2-^5=';I/-3-7x:^;ux;|/*-;k 

1- u-^oa^>V^)i^) -5-->7/P^5'>'P-2-/5^;i/-3-7x- 
Jl/X;l/Jj^-;K>K-;U2 2 4mg<!:h'Jp^5";i/7.Xr>?K2 0 6mgS:h;UX 
>1 Om WCJD^TI 8BtM»ttLfCo ^i^^MU h;i/X> 5 m 1 ^SrJOATii 
iiUfco h;UX>5m U;:iJP;tT, 14. 6%iSi?/v:t+ii->3m l ^Jn^T 

^15 0mg#Aco 

'H-NMR(DMS0-d6) d : 2. 65 (3H, s), 4. 37(2H, s) , 7. 07(1H. d, J=9Hz), 
7. 32 (2H, dd, J=lHz, J=9Hz) , 7. 48 (2H. d, J=9Hz) . 7. 53 (2H. t , J=8Hz) , 
7. 59 (2H, I, J=9Hz). 7. 76 (IH, s). 7. 89 (2H. dd, J=lHz, J=9Hz), 12. 22 (IH, brs) 

mmm 21(1) 

7.;U5j^x;i'-r > H-^u (ib^ti 175) 

5_/v;>^/^;i^75y _3_7xx;UX;i/3f:x;K>F->'H 2 Omg(Dxh 
^t: H□7^>^^t5m 1 \,zV-('J-fu\l)VX^)\^7^yO. 5m 1 <J:4-v^p^ 

^;i/T5y^>y-1'iI/^a'>' H2 0 Omgt4->^p^^;U75/t:U v>2mg 

hZOm\^lM?^X. fiSftl^i?7jc^:J-h'J'>A7lc6 Om 1 x2T»Lfeo ^ 
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li.^. : 2 1 7-2 1 8t: 

'H-NMRCDMSO-ds) 5 : 3. 09(6H, s) , 6. 88(2H, d, ]=9Hz) , 7. 56-7. 64(5H, m) , 
7. 67(1H. d. J=7Hz) , 7. 71 (2H. d, J=8Hz) , 7. 88(IH, d. J=7Hz) , 8. 00-8. 05 (3H. m) , 
8. 08(2H. d. J=8Hz) , 8. 21 (IH, s) , 8. 41 (IH, s) , 10. 46(1H. s) 

^mm 2 1 ( 2 ) - ( 6 1 ) 

mmm2i (1) tmmzLx. ot<z) at^mne) - ak^«^2 3 5) 
mmm 21(2) 

-f >H-;u (.{t^mi 7 6) 

: 1 9 9. 5-2 0 2'C 
'H-NMR(DMSO-dj) 5 : 2. 09 (3H. s) . 7. 61-7. 71 (4H, m) , 7. 74(2H, d, J=8Hz) , 
7. 89 (2H, d, J=8Hz) , 8. 03 (IH, d, J=8Hz) , 8. 05 (2H, d, J=9Hz) , 8. 17 (IH, d, J=9Hz) . 
8.23(1H. s),10. 17(1H, s) 
||M0iJ2 1 (3) 

N- (1- (4-v^5^;i/75/^>y^;i') -3-7x-;ux;uj^:i;b-r>K 
-N' -yjL~)v^}^7 {\t^mn 7) 

H!l!,^ : 2 3 2. 5-2 3 3. 5"C 

'H-NMR(DMS0-d5) <5 : 3. 09(6H, s). 6. 88(2H, d. J=9Hz), 6. 99(1H, t. J=8Hz). 
7. 30 (2H. t , J=8Hz) , 7. 42 (IH. dd. J=2Hz, I=9Hz) , 7. 49 (2H, d, J=8Hz) . 
7. 62 (2H, t . J=7Hz) . 7. 67(1H, d, J=7Hz) , 7. 70 (2H, d. J=9Hz) , 7. 98 (IH, d, J=9Hz) . 
8.04(2H,dd, J=2Hz, J=7Hz),8. 10(1H. d, J=2Hz) , 8. I7(1H, s),8.65(lH, s). 



82 



Patent provided by Sughrue Mion, PLUG - httpt/Aitfww.sughrue.com 



wo 01/32621 



PCT/JPOO/07590 



8.92(lH,s) 

mmm2 1 (4) 

1- (3->'^^;u7S7-2-^5^>ii/^>V'f;i') -5- (4-h;i/x>x;u 

mj^: 6 9. 5-7 0. 5V 

'H-NMR(DMS0-d6) 6 : 2. 17 (3H. s) . 2. 30 (3H. s) , 2. 69(6H, s) . 7. 19-7. 26(2H. s) , 
7. 28 (2H, d. J=8Hz) , 7. 33-7. 38 (2H, in) , 7. 54-7. 64 (5H, m) , 7. 7 1 (IH, s) . 
7. 72-7. 77 (IH, m) , 7. 93 (2H, d. J=8Hz) . 8. 08 (IH, d, J=9Hz) , 10. 46 (IH, s) 

mmm2 1 (s) 

3- (1- (4->'^5";P75y^>y<;u) -3-7x-;1/x;|/*::^;k>h 

_;l,_5_^;i,) _2, 4 (IH, 3H) -+:h7U>>?^> (<fc^«^17 9) 

: mm^ 

a-^: 1 8 0 - 1 8 2t: 

'H-NMR(DMSO-ds) 6 : 3. 10(6H,s),6.89(2H,d. I=9Hz);7.25(2H.d, I=9Hz), 
7. 38 (IH, d, J=9Hz) , 7. 58 (2H, t , J=8Hz) , 7. 65-7. 75 (4H, m) , 7. 88(1H, s) , 
7. 96 (IH, d.. J=8Hz) , 8. 07-8. 1 1 (3H, m) , 8. 34 (IH. s), 1 1. 57 (IH, s) 

mmm2 1 (6) 

5 - t e r t h^'>tl)lt^=.)\^7 i y - I - (4 -i^)^^Jl7 ^ y ^>'/-i 
)l) - 3-7xrj|/X>/l/5^:::;K>H-;i/ (fb-&tll8 0) 

: u^mm 

mtf^: 1 6 6 - 1 6 8*C 

'H-NMR(DMSO-dg) 6 : 1. 50(9H, s) , 3. 08(6H. s), 6. 87(2H, d, J=9Hz), 

7. 53 (IH, d, J=9Hz) , 7. 59-7. 62 (2H, m) , 7. 66-7. 69 (3H, m) , 7. 94 (IH, d, J=9Hz) , 

8. 02 (3H, d. J=8Hz) , 8. 14(1H, s) . 9. 52 (IH, brs) 

mmm2 1 (?) 
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#318 1) 

: nm^ 

m,^: 1 6 9 - 1 7 1 -C 

'H-NMR(CDCl3) 6 : 3. 94(3H. s). 7. 08(2H, dJ=9Hz). 7. 56(IH, d, J=9Hz). 

7. 79(2H. d, J=9Hz) . 8. 01 (IH, s) , 8. 12 (IH. d. J=9Hz) , 8. 51 (IH, s) , 10. 05 (IH. s) 

mmm2 1 (s) 

5-ya^-i- (4-^'np^>y-r;W - 3-*jU^;K>K-;u 

18 2) 

1 6 1-1 64X: 
'H-NMR(CDClj) (5 : 7. 53-7. 62(3H,id), 7. 74(2H,d, J=9Hz), 7. 92(1H. s). 

8. 18(1H, d. J=9Hz) , 8. 50 (IH, d, J=9Hz) , 10. 04(1H, s) 
2 1 ( 9 ) 

1 -^yV^ }l- 3 5 - :^ h^'y-i >\^-)l (it^^^l 8 3) 

ttt^ : mm^ 

mi^: 12 7-1 2 St: 

'H-NMR(CDClj) 6 : 3. 92(1H. s). 7. 08(1H. d. J=9Hz), 7. 50-7. 63(2H. m) . 

7. 63-7. 71 (IH, m) . 7.71-7. 88 (3H. in), 7. 90 (IH, s) , 8. 22 (IH, d, J=9Hz) , 
10.03(lH,s) 

mmm2 1(10) 

3 1 - (4--hD^>y<;i/) -r>H-;u ({b^!^i8 4) 

: 2 0 9 - 2 1 1 "C 
'H-NMR(CDCl3) 6 : 7. 43-7. 57(2H, m) , 7. 82(1H, s) , 7. 97(2H, d. J=9Hz), 

8. 29-8. 38 (2H, m) , 8. 47 (211, d, J=9Hz) , 1 0. 08 (I H, s) 
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mmm 21 (id 

1 8 5) 
M}^: 12 8- 13 or 

•H-NMRCCDCIj) 6 : 7. 41-7. 55 (SH.m). 7. 55-7. 67(lH.in) , 7. 73-7. 85(2H.in). 
7. 85-7. 95 (IH, m) , 8. 28-8. 42 (2H, m) , 10. 03 (IH. s) 

mmm2 1(12) 

1- i4-i7an^>'/-()V) -3-5J^;^5;^-r >K-;i' at^^^ise) 

ill.^: 1 3 2 - 1 3 4t: 

'H-NMR(CDCl3) 6 : 7. 41-7. 55(2H.in), 7. 61 (2H. d. J=l IHz), 7. 77(2H,d, J=l IHz), 

7. 91 (IH, s) , 8. 23-8. 41 (2H, m) , 10. 10 (IH, s) 

mmm 21 (13) 

1- (2, 6 -i^!7 aa^y^/^ )]/) - 3 - t^)l^)l^ > iit'^ 

#11 8 7) 
Sft.^ : 1 5 9 - 1 6 1 r 

'H-NMR(CDCl3) 6 : 7. 40-7. 60(6H,m), 8. 32(1H. d. J=7Hz) , 8. 65(1H. d, I=7Hz) . 
10.03(1H. s) 
^i!i^J2 1(14) 

5-yo^:-3-7t^;i/5;u- 1- (4--ho^>y-f;w -oh*-;!/ (ik^ti 

18 8) 

: 2 3 6 -2 3 8X: (dec.) 
'H-NMR(CDCl3) (5 : 7. 63(1H, d. J=8Hz) , 7. 82 (IH. s) , 7. 98(2H. d, J=7Hz), 

8. 25 (IH. d. J=8Hz) , 8. 48(2H, d, I=7Hz) . 8. 51 (IH, s) . 10. 04(1H. s) 
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mmm2 ids) 

5-yD^-3-4^;i'5JU- 1- (4-p^5^;U-l, 2, 3-5^7v7^y-^- 

5 -ti)it^:^)V) -< y (fb'&tl l 8 9 ) 

M : 1 8 9 - 1 9 Ot: 

'H-NMR(CDCl3) 6 : 2.88 (3H,s), 7.63 (IH.d, J=8Hz), 7. 73(1 H,s), 
8. 29 (IH, d, J=8Hz) , 8. 51 (IH, s) . 10. 05 (IH. s) 
%mm2 1(16) 

5-^Pt-3-zh;i/^;i/- 1- {A-v^}^)\^i^ui^=^)\^^y^M)V) 
({b^tii 9 0) 

g!!.^. : 1 6 5- 1 6 6t: 

'H-NMRCCDClj) 6 : 7. 61 (IH, dd, I=9Hz, J=2Hz) . 7. 86 (IH, s) , 7. 90(4H, s) , 
8. 25 (IH, d, J=9Hz) , 8. 51 (IH, d, J=2Hz) . 10. 04 (IH, s) 
im,m2 1(17) 

5 3 1 _ (, \ - ^7 V ^ )\^) ^ > \^ - Jl' (it^^ 

2fell 9 1) 

m.^.: 1 4 9 - 1 5 1 1: 

'H-NMR(CDCl3) 6 : 7. 52-7. 70(5H,in). 7. 70-7. 80(lH,in), 7. 89(IH. d, ]=8Hz) , 
8. 01 (IH, d. J=8Hz) , 8. 14(1H, d. J=8Hz) . 8. 37(1H. d, I=8Hz) , 8. 51 (IH, s). 
9.89(lH,s) 

mmm 21 ( 1 s ) 

5-7'Dt-3-7j^;i/^;u-i- (2-7P<;u) -r>F-;u ({b^tii9 2) 

Mj^: 1 3 5 - 1 3 7t: 
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'H-NMRCCDClj) 5 ; 6. 75 (IH, s) , 7. 50-7. 62 (2H, m) , 7. 80(1H, s) , 
8. 33 (IH, d, J=9Hz) , 8. 51 (IH, s) . 8. 75 (IH. s) , 10. 1 5 (IH, s) 

mmm2 1 (i 9) 

1 9 3 ) 

ttt^ : 

Mj^: 1 7 9 - 1 8 1 1: 

'H-NMR(CDCl3) a : 7. 40-7. 61(4H,in). 7. 61-7. 72(2H,ni), 7. 72-7. 90(4H,in), 
8.04(1H, s), 8. 23(lH,d, J=9Hz), 8. 52(1H, s). 10. 06(IH, s) 

1(2 0) 

5-ya^:-3-x^ji/^;u- 1 - (4- (i-epu;p) <>F- 

)i (it'^mi 9 4) 

m,^: 2 0 1 - 2 0 3X: 

'H-NMR(CDCl3) 6 : 6. 45 (2H. s), 7. 22(2H, s). 7. 56-7. 77(3H, m), 

7. 89 (2H, d, J=8Hz) . 8. 02 (IH, s) . 8. 1 8(IH. d, I=9Hz) , 8. 52 (IH, s) , 1 0. 07 (IH, s) 

mmm 21(21) 

5-:/P^:-3-4n;|/5;P- 1 - (3, 4, 5-h*)^h^iy^>V^A) ^> 
(it'^mi 9 5) 

1 8 9- 1 9 2r 

'H-NMR (CDCI3) 8 : 3. 91 (6H, s) , 3. 98 (3H. s) , 6. 99 (2H. s) , 7. 59 (IH, d, J=9Hz) . 
8. 03 (IH, s), 8. 14(1H, d, J=9Hz), 8. 51 (IH, s), 10. 06(IH, s) 

mmm 21 (22) 

9 6) 



87 



Patent provided by Sughrue Mion, PLLC - http://www.sughrue.oam 



wo 01/32621 



PCT/JPOO/07590 



a^.: 2 1 0-2 1 2^ 

'H-NMRCCDCl,) (5 : 7. 62(1H, d. J=9Hz) , 7. 86 (IH, s) . 7. 95(2H. d, J=8Hz) , 

8. 13(2H, d, J=8Hz). 8. 24(1H, d. J=9Hz) . 8. 52(1H. s) . 10. 04(1H, s). 10. 19(1H. s) 

mmm2 1(23) 
(it'^mi 9 7) 

m,^.: 1 9 5- 1 9 7t: 

■H-NMRCCDClj) (5 : 4.01(3H.s).7.60(lH,d, J=9Hz),7.80-7.91(3H,in), 
8. 1 9-8. 33 (3H, m) , 8. 51 (IH, s) , 10. 03 (IH, s) 
mMm2 1(2 4) 

4_ (5-yot-3-*:;i/5;K>K->'l^- 1 -^>'^) :^ 

({b'&#ll9 8) 

'H-NMR(DMS0-d6) 6 : 7. 70(IH, d. J=9Hz) . 7. 98(2H, d, J=8Hz), 8. 16(2H. d, J=8Hz), 
8. 28 (IH. d, J=9Hz) , 8. 32 (IH, s) . 8. 54 (IH, s) , 10. 02 (IH, s) 

mmm 21 (25) 

til 9 9) 

ttfc : nm^ 

M^: 2 4 7 - 2 sot: 

'H-NMR(DMSO-dj) 6 : 3. 91 (3H. s) , 7. 21 (2H, d, J=8Hz) . 7. 91 (2H, d. J=9Hz) , 
8. 37(2H, s). 8. 80(1H, s)., 8. 98(1H, s), 10. 11 (IH, s) 
mtl&m 2 1(26) 

4--:/u=E-3-t^)\^^)i- 1 - (4-^ h+->^>y<>'U) -r>K-;u ut^^ 
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tl2 0 0) 

tt^ : m^m^ 

gj,^: 1 7 2- 1 7 4X: 

'H-NMRCCDCI,) 6 : 3. 93(3H, s), 7. 05(2H, d. J=9Hz). 7. 30(1H. t, J=8Hz). 
7. 62 (IH, d. J=8Hz) . 7. 76 (2H, d. J=9Hz) , 8. 18 (IH, s) . 8. 34 (IH, d. J=8Hz) . 
11.00(lH,s) 
2 1 (27) 

2 0 1) 
M}^: 1 8 7 - 1 9 Ot: 

'H-NMR(CDCl3) 6 : 7. 58(1H, dd, J=9Hz. J=2Hz), 7. 63(2H. d, J=9Hz). 
7. 73 (2H, d, J=9Hz) , 7. 90 (IH. s) , 8. 1 7 (IH. d, J=9Hz) . 8. 49 (IH. d. J=2Hz) , 
10.03(lH,s) 

mmm2i (2 8) 

2 0 2) 

1 5 2 - 1 5 3t: 

'H-NMR(CDCl3) 6 : 2. 50(3H, s). 7.40(2H. d. J=8Hz) . 7. 57 (IH. dd. J=9Hz, J=2Hz) , 
7. 69 (2H. d. J=8Hz) . 7. 98 (IH. s) , 8. 1 7 (IH. d. J=9Hz) . 8. 49 (IH. d. I=2Hz) , 
10.03(1H, s) 

mmm 21 (29) 
m2 0 3) 
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m.^.: 1 7 5 - 1 7 6t: 

■H-NMRCCDClj) 5 : 7. 21-7. 32(2H, m). 7. 58(IH, dd, J=9Hz, J=2Hz), 
7. 79-7. 88 (2H, m) , 7. 94 (IH, s) , 8. 1 6 (IH, d, J=9Hz) . 8. 50 (IH, d. I=2Hz) . 
10. 04 (IH. s) 
^mm2 1 (3 0) 

5-:/ot-i- - uu~3f- J ^ )V) -3 -4^ju5;k>H-;I/ (ib^ 

m2 0 4) 

: m.'mn 

St.-^: 1 8 0 - 1 8 2*0 

'H-NMR(CDCl3) 5 : 7. 55-7. 64(2H,in), 7. 88{1H, s), 8. 09(1H, dd, J=7Hz, J=2Hz), 
8. 22 (IH, d. J=9Hz) , 8. 51 (IH. d. J=2Hz) , 8. 81 (IH. d, J=2Hz) . 1 0. 06 (IH, s) 

nmm2 1 (s d 

tl2 0 5) 

: ^.mt^ 

mM.: 1 0 3 - 1 0 5 1: 

'H-NMR(CDCl3) 6 : 3. 94(3H, s), 7. 07(2H. d, J=9Hz) , 7. 56(1H, dd, J=8Hz, J=2Hz). 
7. 78 (2H, d, J=9Hz) . 7. 98 (IH. s) . 8. 19 (iH. d, J=8Hz) . 8. 48 (IH, d, J=2Hz) , 
10.05(lH,s) 
^mm2 1 (3 2) 

S-T'tf'Jl^- 1- (.A-CUU^y'/^)V) 'f>H-;U (^b^it^2 0 6) 
mi : 

: 1 9 7 - 1 9 9 r 
'H-NMR(CDCl3) (5 : 2. 52 (3H, s), 7. 40-7. 50(2H.iii) . 7. 59(2H, d. J=8Hz), 
7. 74 (2H, d. J=8Hz) , 7. 90 (IH, s) . 8. 1 5-8. 24 (IH, m) . 8. 33-8. 44 (IH, m) 

HBS^J 2 1 (33) 
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tt^^ : m^f^^ 

m,^: 1 6 5 - 1 6 7t: 

'H-NMRCCDCIj) a : 2.53 (3H,s). 3.94 (3H,s). 7.07 (2H,d.I=8Hz), 
7. 39-7. 50 (2H. m) . 7. 79 (2H, d. J=8Hz) .8.01 (IH, s) , 8. 11-8. 22 (IH, m) . 
8.35-8.45(1H,id) 

mmm2 1 (34) 

3-7-fef-;u- 1 - (2-7□'r;^) ^>H-;i' ab^ti2 0 8) 
1 3 1-1 sat: 

'H-NMR(CDCl3) 5 : 2. 63(3H, s) , 6. 73 (IH, s) , 7. 39-7. 48(2H, m) , 
7. 55 (IH. d. J=4Hz) . 7. 79 (IH. s) . 8. 33-8. 46 (2H, m) , 8. 67 (IH, s) 
^mm2 1 (3 5) 

#12 0 9) 
tt^l^ : m^BM 

Mj^: 1 4 6 - 1 48t: 

'H-NMR(CDCl3) 6 : 3. 93(3H, s), 7. 05(2H, d. J=9Hz) , 7. 38-7. 47(2H. m) , 
7. 77 (2H. d, J=9Hz) . 8. 06 (IH. s) . 8. 1 8-8. 25 (IH. m) . 8. 25-8. 36 (IH. m) 

mmm 21 ( 3 e ) 

3_c,yy_l_ (4-^h=¥'y^>'/'i}V) ^>F->'1/ ({b-&tl2 10) 
tt^ : m^^^ 

Mj^.: 17 9-1 8 It: 

'H-NMR(CDCl3) 6 : 3. 94(3H. s) . 7. 06(2H, d. J=9Hz). 7. 41-7. 54(2H, m). 
7. 70-7. 82 (3H. m) . 7. 92 (IH, s) , 8. 25-8. 33 (IH. m) 

mmm2 1 is?) 
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;k>k-;u iit^^2 1 1) 
: um^ 

mj^: 1 1 3-1 1 5t: 

•H-NMR(CDClj) 6 : 3. 95 (3H, s) , 7. 08(2H, d, J=9Hz). 7. 59(IH. dd. J=9Hz, ]=2Hz), 
7. 78 (2H, d, J=9Hz) , 8. 07 (IH. d, I=9Hz) . 8. 26 (IH. s) . 8. 60 (IH, d, I=2Hz) 

mmm 21(38) 

h*-;u (Ib^tl2 1 2) 
Mi!^.: 1 1 0-1 1 2t: 

'H-NMRCCDClj) 6 : 3.95(3H,s),7.08(2H,d. ]=9Hz).7.59(lH,dd. J=9Hz, ]=2Hz), 
7. 79 (2H, d, J=9Hz) , 8. 06 (IH, d, J=9Hz) , 8. 2 1 (IH. d, J=2Hz) . 8. 57 (IH, d, J=2Hz) 

mmm2 1 o 9) 

1- (5-yD^-i- (4-p^ h+v^>'/'r;i/) -3--r>h''j;i/) - 2- 
(4-/5';u- 1 -tr^^v^-ji/) x^>i^t> ({t^ti2i3) 

Sli^ : 1 6 3 - 1 6 St: 

'H-NMR(CDClj) 6 : 2. 33(3H, s), 2. 37-2. 50(4H.iii) . 3. 42-3. 59(2H,in) . 
3. 68-3. 78 (2H. m) . 3. 93 (3H, s) , 7. 06 (2H, d, J=9Hz) . 7. 55 (IH, d, J=9Hz) , 
7. 78 (2H, d. I=9Hz) , 8. 08 (IH, d. J=9Hz) . 8. 1 9 (IH. s) , 8. 57 (IH. s) 
mmm2 1 (4 0) 

5- (3-tKD4^->-3-^5";i^-l->^^->'U) -1- (4-;^h^r->^> 

-3-^>K-;u;^;i/4^7>'Pxt F (^b^ti2i4) 

ttt*^ : mm^ 

M : 1 5 0 - 1 5 3*0 

'H-NMR(CDClj) 6 : 1. 65 (6H, s), 2. 09(1H, s) , 3. 94(3H, s), 7. 07 (2H, d, J=9Hz), 
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7. 49 (IH, dd. J=9Hz, J=2Hz) , 7. 79 (2H. d, J=9Hz) . 8. 02 (IH. s) , 8. 1 5 (IH. d, ]=9Hz) , 
8.41(lH,s), lO.OedH, s) 

mmm2 1 (4 d 

-)V i\t^m2 1 5) 

m^s-. 1 9 8 - 2 0 1 

'H-NMR(CDCl3) 5 : 3. 95 (3H. s). 7. 07(2H, d, J=9Hz) , 7. 48-7. 63(4H,in), 
7. 76 (2H, d, J=9Hz) , 7. 99-8. 1 8 (5H, m) 

'mmm2 1 (42) 

5-:/p^:-3- (4-^nP7x-;i/7.Jl/>^r:;i/) -i - (4-^h^->'^> 
-f >h*-;i/ {.it^m2 1 6) 

tt^ : 

2 0 2 -2 0 5t: 

'H-NMR(CDCl3) 5 : 3. 95(3H, s). 7. 07(2H, d, J=9Hz) , 7. 50(2H. d, J=9Hz) , 
7. 54 (IH, dd, J=9Hz, J=2Hz) . 7. 75 (2H, d. J=9Hz), 7. 94 (2H, d, I=9Hz). 
8. 04 (IH. d. J=2Hz) , 8. 12 (IH. d. J=9Hz) 
%mm2 1 (4 3) 

s-T'p*-!- (2-p^5^;w^>y-r;i^) -3-7x-;ux;1'>j^z:;k>h- 
i{\:^m 2 17) 

m^.: 1 9 7 - 2 0 or 

'H-NMR(CDCl3) 5 : 2. 35 (3H, s), 7. 34-7. 41 (3H, m) . 7. 49-7. 58(4H, m) , 
7. 58-7. 62 (IH, m) , 7. 77 (IH. s) . 7. 99 (2H, d, J=9Hz) . 8. 04(IH. d, J=2Hz) , 
8.24(IH.d, J=9Hz) 
imm2 1 (4 4) 
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>H-;i' at^ti2 18) 
f4ii* : ^nm^ 

m,^: 2 1 5 - 2 1 7 r 

•H-NMRCCDClj) 6 : 3. 14(6H. s) , 6. 74(2H, d, J=9Hz), 7. 46-7. 55(3H. m), 
7. 55-7. 60 (IH, m) . 7. 70 (2H, d, J=9Hz) , 7. 98-8. 08 (4H, m) , 8. 1 5 (IH. s) 
^mm2 1 (4 5) 

(2-v^^;i/75y^>y'fJU) - 3-7x-;i/7.;i/7h^;u 
>K-;i' ai:^i^2 19) 

'H-NMR(CDCl3) 6 : 2. 66(6H, s) , 7. 01-7. 09 (2H,in) . 7. 45-7. 60(6H. m), 
7. 75 (IH. s) , 7. 97-8. 00 (2H. m) , 8. 04 (IH. d, J=2Hz) . 8. 30 (IH, d, J=9Hz) 

mmm2 1 (4 6) 

5-yp^-i- (3-v^5";u7sy^>^/^;u) -3-7x-;i/x;u^i:;i/ 
-r>K-;i/ (^k^#i2 2 0) 

M,^: 2 2 1 - 2 2 SX: 

'H-NllflKCDCIj) 6 : 3.03(6H.s).6.93-7.00(3H.iii),7.38-7.4I(lH.in). 

7. 49-7. 58 (3H, m) , 7. 58-7. 60(1H, m) , 7. 96-8. 01 (2H. m) , 8. 07 (IH, d, J=2Hz) . 

8. ll(lH.s).8.22(lH.d, J=9Hz) 

mmm2 1 (4 ?) 

5-yD^-i- (3-v/5";u7sy-2-p^5";u^>y-i';u) -3-7x;i 

)i;i.)lt--Jl^-( > K-;!/ (^b'&tl 2 2 1) 
M.^: I 5 4 - 1 5 7 r 

'H-NMR(CDC1.,) a : 2.24(3H,s),2.77(6H,s),7.03(lH,d, J=6Hz), 

94 

Patent provided by Sughrue Mion, PLLC - http://Www.$ughrue.com 



wo 01/32621 PCT/JPOO/07590 

7. 22-7. 32 (2H, m) , 7. 48-7. 61 (4H, m) , 7. 96-8. 05 (3H. m) , 8. 25 (IH. d, J=9Hz) 
mmm2 1 (4 8) 

3_ (A;>y5^7v^-;u- 2-'r;i'X;i/7h-;u) -s-yat-i- (4->'^ 
: nm^ 

2 6 3-2 6 613 
'H-NMR(CDCl3) 5 : 3. 14(6H, s), 6. 75(2H, d. J=9Hz) , 7. 50-7. 60 (3H, m) , 
7. 71 (2H, d. J=9Hz) . 7. 97 (IH, d. J=9Hz) . 8. 05 (IH, d. J=9Hz) ,8.16 (IH. d, J=9Hz) . 
8.30(lH,d. J=2Hz),8.34(lH.s) 

mmm2 1(49) 

5_;;fp:E_i- (4-v7C5^;u7^y^>V-t';u) -3- (i-7x:i;uxh 

y'/-)[^-5-^}l7.)\^^=.M ^y)^-)V ak'&«^2 2 3) 

'H-NMR(CDCl3) 5 : 3. 14(6H. s), 6. 73(2H, d, J=9Hz) , 7: 54(1H. d. J=9Hz) . 
7. 58-7. 60 (4H, m) , 7. 60-7. 66 (IH, m) . 7. 68 (2H, d, J=9Hz) . 7. 85 (IH. s) , 
8.02(lH,d, J=9Hz),8.08(lH,s) 
•m&m 2 1 (50) 

5 1- {4-:^h^'y^yV^ M - 3 -7xr:;i/P^;i/7^ -;K > 

H-;u ({b^#;2 2 4) 

M : 1 1 0 - 1 1 2t: 

'H-NMR(CDCl3) 6 : 3. 93(3H, s), 7. 06(2H, d, J-9Hz) , 7. 45-7. 55 (4H, m). 
7. 58 (IH, d, J=2Hz) . 7. 72 (IH, d, J=7Hz) , 7. 76 (2H. d, J=9Hz) . 7. 87 (IH, s) , 
8. 14(lH,d, J=9Hz) 
2 1 (51) 
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i_ (4-p( h4^v^>y-i';u) -3- (4-/5^;1/7x-;ux;|/4-n:i;1/) -5 
- (7x:i;i/x5"-ju) -r>H-;i/ «b^«^2 2 5) 

9 9- 1 0 2t: 

'H-NMR (CDC 1 3) 6 : 2. 40 (3H, s) . 3. 95 (3H, s) , 7. 07 (2H, d. J=9Hz) , 

7. 32 (2H, d, J=9Hz) , 7. 36-7. 42 (3H. i) , 7. 57-7. 61 (3H, m) , 7. 77 (2H, d, J=9Hz) , 

7. 92 (2H, d, J=9Hz) , 8. 08-8. 1 1 (2H. m) , 8. 22 (IH, d, J=9Hz) 

mmm 21 (52) 

5-^yiy}\,^dr'y-l- (4-/ h+i/^^y-r^U) -3- (4-p^5^;U7x 
m.^: 14 3- 14 St: 

'H-NMR (CDCI3) a : 2.38(3H.s),3.94(3H,s),5. 16(2H,s). 

7. 05 (2H, d, J=9Hz) .7.10 (IH, dd. J=9Hz, J=3Hz) . 7. 23 (2H, d, J=8Hz) , 

7. 33-7. 44 (4H, m) , 7. 48 (2H, d, J =8Hz) , 7. 74 (2H, d, J=9Hz) , 7. 80 (2H, d. J=9Hz) , 

7.99(1H, s),8. 16(lH,d, J=9Hz) 

mmm2 1(53) 

;i/7x:i;i/7.;i'4^-;u) '<yY-)V ({b^#i2 2 7) 

m^.: 1 6 4- 1 6 61:: 

'H-NMR(CDCl3) (5 : 3. 12(6H, s), 5. 17(2H, s), 6. 74(2H, d, J=9Hz). 
7. 09 (IH, dd, J=9Hz, J=2Hz) . 7. 33-7. 54 (9H, m) . 7. 70 (2H, d, J=9Hz) , 
7. 89-7.92(2H,in), 8. 06-8. 10(2H,in) 
^mm2 1 (5 4) 

5 -:/pt- 3-4^;u5;i/- i -^y)^-)Vts)Vt-ym t e r t -y^'ju «b-a 
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ti2 2 8) 

1 6 7- 1 6 9T: 

'H-NMRCCDClj) <5 : 1. 71 (9H, s) , 7. 51 (IH, dd, J=9Hz. J=2Hz), 8. 03(1H, d, J=9Hz), 
8. 2 1 (IH, s) . 8. 46 (IH. d, J=2Hz) ,10.07 (IH. s) 
mmi^l 2 1(55) 

tl2 2 9) 
H,^. : 1 2 0 - 1 2 2 1: 

'H-NMR(CDCl3) 6 : 1. 68(9H. s). 7. 21-7. 28(1H, m) , 7. 56 (IH. d, J=8Hz), 
8. 28 (IH, d, J=8Hz) , 8. 39 (IH, s) . 1 0. 98 (IH, s) 

Mmm2 1(5 6) 

#12 3 0) 
|!l|.if : 2 1 1-2 1 3X: 

'H-NMR(CDC1,) 6 : 1. 71 (9H, s), 7. 49 (IH, dd. J=9Hz, J=2Hz), 8. 15 (IH, d. J=9Hz). 
8. 19(1H, s),8.37(lH,s), 1D.08(1H. s) 
2 1 (57) 

(it^m2 3 1) 
: mm^ 

il! * : 1 3 9 - 1 4 1 "C 

'H-NMR(CDCl3) d : I. 68(9H, s), 7. 10-7. 19(3H,in), 7. 19-7. 24(2H,in), 

7. 45 (IH. dd, J-9HZ, J=2Hz) , 7. 63 (IH, d. J=2Hz) . 7. 86 (IH. s) , 8. 02-8. 09 (IH, m) 
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mmm2 1 (s s) 

5_^ot-2-^?JU-3 -7x-;u^^- 1 - <> K-;u:^j;U3t^> 

e r t -7'5";i/ ab'&tl2 3 2) 
14^^ : 

gS,t^: 1 3 3-1 3 Tt: 

'H-NMR(CDCl3) 6 : 1. 70(9H, s) . 2. 74(3H, s) , 7. 04(2H, dJ=7Hz), 
7. 09 (IH. I, J=7Hz) ,7.19 (2H, t, J=7Hz) , 7. 37 (IH. dd. J=9Hz, J=2Hz) . 
7.63(lH.d.J=2Hz).8.02(lH. dJ=9Hz) 
2 1(59) 

5-yp^-3- (2-tfUi?;u^^) -i-^y\^-)\^t}M>mt e T t- 
zr^)v (.it^m2 3 3) 

1 2 7 - 1 2 8t: 

'H-NMR(CDCIj) 6 : 1. 68(9H. s) . 6. 87(IH. d. J=8Hz). 6. 98-7. 03(lH.m) , 
7. 40-7. 50 (2H. m) , 7. 65 (IH. s) . 7. 93 (IH, s) , 8. 08-8. 1 2 (IH, m) . 8. 42 (IH, s) 
^mm2 1 (6 0) 

5_yp:E_2-^^;U-3- ( 2 - e 'J v^;i/5^:t) - 1 -i > \^-)\^i])[^t^> 
Sit e r t -T"^;!/ ({b-&tj2 3 4) 

^vt : rmmm 

'H-NMR(CDCI,) 6 : 1. 71 (9H, s), 2. 74(3H, s), 6. 69(1H. d, J=9Hz) . 
6. 98 (IH, dd, J=6Hz, I=5Hz) , 7. 36-7. 41 (2H. m) . 7. 63 (IH, d. J=2Hz) , 
8. 04 (IH, d, J=9Hz) . 8. 41 (IH, d, J=5Hz) 

mmm2 1 (6 d 

2- (5->^P^:-l-t e r t --^ h^'ytDV^i^iiJl- 2- > ]^~Jl 
^B#i?^>v;U ({b'&#i2 3 5) 
14^ : n^m^m 
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'H-NMRCCDCl,) a : 1.71 (9H,s), 2.71 (3H,s), 5.45 (2H.S), 

6. 68 (1 H, d. J=8Hz) , 7. 09-7. 1 2 (IH. m) . 7. 1 6-7. 20 (1 H, m) . 7. 30-7. 43 (4H, m) . 

7. 50-7. 52 (2H, m) . 7. 57 (IH, d. J=2Hz) . 8. 04 (IH. d. J=9Hz) . 8. 10 (IH, d. I=8Hz) 

mmm2 2 (d 

5- (3-iJ7DP7x::i;U) -3-MS.}V-l- (4 - ;^ h^'y^y/^ JV) 
>K-;i/ (it^m2 3 6) 

0. Ig. (3 -i'OP^x-JU) Hd4^->4?^>6 6mg. ]^^:^ 
hU'^A4 5mg, tiX hU7x-;UJ^X7^ ^A^-^-^A^DU H (PdC 
IjCPPhs)^) 2 0mg, 1>iJ7x-;1/3Jn7>7^ >1 4mg^£:h;i/X>4m 1 , 

mmLfzo mm^t}yj^^o'7h (i/u;^/y;i/; ^pp^^ua) 

tl$:4 6mg#/i, 

1 7 6 - 1 7 8*C 
•H-NMRCCDCl,) 5 : 3.95(3H.s).7.09(2H,d. J=9Hz), 7.30-7.43(2H,in), 
7. 55-7. 61 (IH, m) , 7. 61-7. 71 (2H, m) , 7. 82 (2H. d. J=9Hz) , 8. 06 (IH, s) . 
8.29(lH.d, J=9Hz),8. 54 (IH, s), 10. iKiH. s) 
2 2 ( 2 ) - (21) 

mmm2 2 (d tmmzLx. ot© (^i:^ti2 3 7) - «i:^«i^2 5 6) 
mmm2 2 (2) 

1- (4-:^pp^>V-r;u) -3-jf^;i'5;u-5-7x:::;i/'r>h*-;u (^b-^ 

tl2 3 7) 
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Mj^sI 1 8 9 - 1 9 1 1: 

'H-NMR(CDCl3) 6 : 7. 37-7. 44(1H, in). 7. 44-7. 52(2H. m). 7. 52-7. 66(2H.in), 
7. 66-7. 80 (5H. m) , 7. 95 (IH, s) . 8. 34 (IH, d, J=9Hz) , 8. 57 (IH, s) , 10. 1 1 (IH. s) 

mmm2 2 (s) 

s-^^i/S^u-s- (4-*;u5;U7x-;u) - i- (4-/ h+->^>7-i' 
)i) -r>K-;i/ ({b-&ti2 3 8) 

2 3 5 -2 3 8'C 

'H-NMR(CDCl3) (5 : 3.95 (3H,s), 7.09 (2H,d,J=9Hz), 7.74 (iH.d.J=9Hz), 
7. 82 (2H, d, J=9Hz) . 7. 88 (2H. d, I=9Hz) , 7. 99 (2H. d, J=9Hz) , 8. 08 (IH. s) . 
8. 32 (IH. d, I=9Hz) . 8. 63 (IH. s) , 1 0. 09 (IH. s) . 1 0. 1 2 (IH. s) 

mmm2 2 (4) 

5 - (2 - (N- t e r t -^'f-JlT.Jiy y=e-i )l) 7x-;U) - 1 - (4-^ 

h=^iy^>'M )\^) -3-j^;u5;k>k-;I/ (it:^t»2 3 9) 

m/^.: 2 0 0 - 2 0 2 

'H-NMR(CDCl3) 6 : 3. 60(1H. s), 3. 95(3H, s) . 7. 10(2H. d, J=9Hz) . 
7. 30-7. 41 (IH, m) . 7. 41-7. 68 (3H. m) , 7. 83 (2H, d. J=9Hz) , 8. 09 (IH, s) , 
8. 20(1H, d, J=7Hz) , 8. 28(1H, d, J=9Hz) . 8. 38(1H. s) , 10. 09(1H. s) 
2 2(5) 

4- (2- (N- t e r t-y^JVT.JiyT'^^)]^) 7xr;i/) - 3 -Jj^JU^JU 
-1- (4->^h^zy^>V^)V) -r>F-;U ({b^tJ2 4 0) 

iU,.^ : 2 1 4-2 1 5t: 

'H-NMR(CDCl3) 6 : 1. 14(9H, s). 3. 62(1H. s), 3. 92(3H, s), 7. 04(2H. d, J=9Hz). 
7. 35 (1 H, d. J=8Hz) . 7. 41 (IH, d, J=8Hz) , 7. 50 (IH. t , J=8Hz) , 7. 56-7. 64 (2H, m) , 
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7. 78(2H, d. J=9Hz) . 8. 07 (IH. s) , 8. 22 (IH, d, J=8Hz) . 8. 47 (IH, d. J=8Hz), 
9.06(1H. s) 
%mm22 (6) 

6- (2- (N- t e r t --/^Jl/XJl/^ zt-fJI/) 7x:i>)U) - 1 - (4-^ 
1 6 3-1 6 S-C 

'H-NMR(CDCl3) 5 : 1. 08(9H, s), 3. 68(1H. s). 3. 94(3H. s), 7. 08(2H, d. J=9Hz), 
7. 32-7. 38 (1 H. m) . 7. 46-7. 59 (3H. m) . 7. 81 (2H. d, J=9Hz) , 8. 08 (IH, s) , 
8. 1 9 (IH, d, J=9Hz) , 8. 38 (IH, d, J-9Hz) , 8. 43 (IH, s) . 10. 1 2 (IH. s) 
•mm22 (7) 

5- (2- (N- t e r t-Zf=^)VX)lyT=e-()V) y x.^)V) -1- (4-^ 

h^'y^y/^ )\^) - 3 -7xz:;1/x;1/4^zi;k>h-;1' (^b-&ti2 4 2) 
tt^ : m^B^ 

M: 2 0 8-2 1 or 

'H-NMR (CDCI 3) 6 : 0. 94 (9H, s) , 3. 44 (IH, s) , 3. 96 (3H. s) . 7. 09 (2H. d. J=9Hz) , 
7. 32-7. 34 (IH. m) , 7. 49-7. 61 (6H. id) , 7. 79 (2H, d, J=9Hz) , 8. 05-8. 08 (3H, m) , 
8. 13(1H, s) . 8. 20-8. 21 (IH. s) . 8. 31 (IH. d. J=8Hz) 

mmm 22 ( s ) 

5- (2- (N- t e r t -:/^;UX;U7T^:'1'>'l-) 7x:^;U) -1- (4-^ 

h^'y^yv^ -3 - (2-\^vi^)V7.)\^t^=.jv) -(y\^-)i at"^ 

2 4 3) 

mt : mm^ 

St.^: 1 9 8-2 0 ir 

'H-NMR(CDCl3) 6 : 1. 02(9H. s), 3. 95(3H, s). 7. 08(2H. d. J=9Hz) . 

7. 35 (IH, d. J=8Hz) . 7. 46-7. 54 (2H, m) . 7. 54-7. 61 (2H, m) , 7. 80 (2H, d. J=9Hz) , 
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7. 91-7. 98(1H, m), 8. 20 (IH, d, J=8Hz) , 8. 24 (2H. s) , 8. 26 (IH. d. J=8Hz), 
8.33(lH,d. J=8Hz),8. 68(1H. s) 

mmm2 2 o) 

5- (2- (N- t e r t -7'^)l'X)l7 r'E^ 7x-JU) ~ 1 - (4-^ 

h^iy^>'M )V) -3- (4->5';P7x-;i/7.;u^h-;i/) -r>K-;i/ (fb^ 
ii>,i^: 1 9 6-1 9 gt: 

'H-NMR(CDCl3) 6 : 0.95 (9H.S). 2.38 (3H,s), 3.47 (lH,s). 3.95 (3H.S), 

7. 08 (2H, d, J=9Hz) , 7. 29 (2H, d, ]-9Hz) , 7. 33(1H, d, J-7Hz) , 7. 50-7. 56(1H, m) , 

7. 56-7. 62 (2H, m) , 7. 79 (2H, d. J=9Hz) . 7. 93 (2H. d. J=8Hz) , 8. 07 (IH. s) , 

8. lOdH, s). 8. 20 (IH, d. J=8Hz) , 8. 30 (IH, d, J=9Hz) 

2 2 (10) 

5- (2- (N- t e r t -7*5^;i/x;i/7z^'r;i') yx.-M -3 - (4-i7 

m2 4 5) 

'H-NMR(CDCl3) a : 0. 98 (9H, s) , 3. 44 (IH, s) , 3. 96 (3H, s) , 7. 09 (2H, d, J=9Hz) , 
7. 33 (IH, d, J=6Hz) , 7. 48 (2H. d, J=9Hz) , 7. 50-7. 62 (3H, m) , 7. 78 (2H, d, J=9Hz) , 
8. 01 (2H. d, J=9Hz) , 8. 09-8. 1 2 (2H, m) . 8. 21 (IH, d, J=8Hz) , 8. 32 (IH. d. J=9Hz) 

mmm2 2(11) 

5- (2- (N- t e r t-':r^)VX)\^y 7=^-01) 7xn;U) -1- (4-v 

>5^;i/7 5 y ^>7-r>'P) - 2 -p<5^;i^- 3 - 7x:n;i/XJU5i^^;u-r > F-;i/ 

(it^m 2 4 6) 
ill.^:224-227t: 
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'H-NMR(CDCl3) (5 : 0. 93(9H. s), 2. 77(3H. s) , 3. 13(6H, s) , 3. 40(1H, s) , 

6. 65 (2H. d. J=9Hz) , 7. 1 5 (IH. d. I=9Hz) . 7. 35-7. 39 (2H. m) , 7. 46-7. 52 (3H, m) , 

7. 52-7. 64 (4H, m) , 8. 04 (2H, d, J=7Hz) ,8.18 (IH. d. J=7Hz) . 8. 23 (IH, s) 

mmm2 2(12) 

5_ (2- (N- t e r t -:/^Jl/X;U7T^<;U) 7x-;l/) -1- (3-v 

(it-ti^ 2 4 7) 
gi,^.: 2 0 0 -2 0 2*0 

'H-NMR(CDCl3) 6 : 0. 95(9H, s). 2. 77(3H, s), 3. 01 (6H, s). 3. 46(1H, s). 
6. 88 (IH, d, J=8Hz) .7.01 (IH, d, J=9Hz) . 7. 08-7. 15 (2H, m) . 7. 28-7. 32 (IH. m) . 
7. 32-7. 39 (2H, m) . 7. 48-7. 54 (2H, m) . 7. 54-7. 61 (2H. m) . 8. 05 (2H, d. J=8Hz) . 
8. 18(lH,d,J=7Hz),8.25(lH. s) 
mmm2 2 (13) 

5_ (2- (N- t e r t -7'5^;i/7.;U7T^-r;W 7xn;i/) -1- (3-5^ 

/^;i/7 5/^>^/<;i^) -3- (2-eu v;i/x;i/5j^:i;p) -r>K->'i^ (it^ 

tl248) 

'H-NMR(CDCl3) 5 : 1. 03(9H, s) , 3. 04(6H, s) . 4. 01 (IH, s) , 6. 97-7. 03(3H. m) . 
7. 35 (IH, d. J=8Hz), 7. 40(1H, I, J=8Hz), 7. 45-7. 61 (4H, oi) , 7. 91-7. 98 (IH. m) . 

8. 20 (IH, d, J=8Hz) , 8. 23-8. 28 (3H, m) , 8. 43 (IH, d, J=9Hz) , 8. 68 (IH, s) 

mtl^m 2 2 (14) 

5_ (4-M^Jlyx.=.)V) -1- (4-^ h + ->^>7'f;H -3-7X- 
)[^7.)lt^=.)V^ y 2 4 9) 

m,-^: 2 4 0-2 4 20 
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'H-NMRCCDClj) 6 : 3. 65 (3H, s). 7. 09 (2H, d, J=9Hz), 7. 50-7. 54(2H, m) , 
7. 56-7. 59 (IH, m) . 7. 71 (IH, dd, I=9Hz. I=2Hz) , 7. 77-7. 82 (4H. m) . 
8. 00 (2H, d, J=9Hz) , 8. 02-8. 06(2H,in), 8. 14 (IH, s), 8. 16(1H, d, J=2Hz) , 
8.36(1H, dJ=9Hz), 10. 10(1H, s) 

mmm2 2(15) 

5- (2- (1-t e r t IH-xh^V-^U- 5--<;U) 7x:: 

;u) -1- (4-'y;<^)i7S.y^>'/^ )V) - 3 -7xr.;i/x;U7iN^;i/-r > K 

iit^<^2 5 0) 

tt^ : 

mj^: 1 8 2-1 8 

■H-NMRCCDCU) 5 : 1. 48(9H. s) , 3. 13(6H. s) , 6. 75(2H. d, J=9Hz). 

7. 43-7. 58 (7H, m) . 7. 68-7. 75 (3H, m) , 7. 92-7. 98 (3H. m) , 7. 70 (IH, d. J=9Hz) , 

8. 14(1H, s) 

mmm2 2 (le) 

5- (2- (N- 1 e r t -:/5^;i/;^;U7 7^-r;i/) 7x-;u) -3-:7xn;i' 
1 -<>H-;i/;0;U3l^>i? t e r t (Ib-&tl2 5 1) 

'H-NMR(CDCl3) 6 : 0.89(9H,s), 1. 71 (9H, s) . 3. 45(1H. s), 7. 09-7. 13(lH,in). 
7. 1 5-7. 20 (3H, n) . 7. 22-7. 28 (IH, m) , 7. 41-7. 55 (3H, m) , 7. 55-7. 60 (2H, ni) , 
7. 95(1H, s), 8. 14(1H, d, J=9Hz), 8. 20-8. 27(1H, m) 

mmm2 2(17) 

5- (2- (N- t e r t -y5^;U7.;i/7 7t-1'>'l') 7x-;U) -2-^5^;U- 
3 - 7 :l:Z)1^^- 1 - -f > K - ;^ ;i/ /i^ > ^ t e r t -^'^^^U (^t^ 
#12 5 2) 

mj^: 1 8 2- 1 8 4t: 
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'H-NMRCCDClj) (5 : 0. 87(9H, s). 1. 74(9H. s), 2. 80(3H, s). 3. 48(1H. s), 
7. 03-7. 09 (3H, m) . 7. 1 6 (2H, t, J=8Hz) , 7. 25-7. 29 (IH, m) , 7. 45 (IH, I. J=8Hz) . 
7. 48-7. 58 (4H, m) . 8. 1 4 (IH. d, J=8Hz) , 8. 1 8 (IH, d, J=8Hz) 
«^!|2 2(18) 

5 - (2- (N-ter t -y5';UX;i/7 z^-f >'!/) y x.=-)\^) -3- (2-tf 
U zy)l^^) - 1 F-;U;^7;U5l^>BI t e r t -^5";!/ ({b^#l2 5 3) 

ja^: 1 7 5 - 1 7 7T: 
•H-NMRCCDClj) 5 : 0. 93 (9H, s) . 1. 71 (9H, s) . 3. 53 (IH, s) , 6. 93-7. 00 (2H, m) , 
7. 22-7. 30(1H. m) , 7. 41-7. 48(2H, in) , 7. 52 (IH, t, J=8Hz) , 7. 59-7. 62 (2H, m) . 
8. 02 (IH, s) , 8. 14 (IH, d, J=8Hz) . 8. 24-8. 29 (IH, m) , 8. 36-8. 38 (IH. m) 

mmm22 n 9) 

5- (2- (N- t e r t-y^)i7.)\^y7=e^)U) :7xn;i/) -2-^^)V- 

m2 5 4) 
m^: 1 9 3- 1 9 4t: 

'H-NMR(CDCl3) 6 : 0. 91 (9H, s), 1. 74(9H. s) . 2. 79 (3H. s) , 3. 54(1H, s) , 

6. 78 (IH, d. ]-9Hz) , 6. 94-6. 99 (IH, m) , 7. 24-7. 29 (IH, m) , 7. 38-7. 57 (4H, m) , 

7. 58 (IH, s) , 8. 14(1H. d, J=8Hz) . 8. 21(1H, d. J=9Hz) , 8. 38(1H, d, J=4Hz) 
HJS^y 2 2 (2 0) 

5- ( 3 - tf' J v';!/) -3- (2-tf'j>^;P5^:t) - 1 yY-)Vii)vt^y^ 

t e r t -7*5^;U (fb^tl2 5 5) 

'H-NMR(CDCl3) 5 : 1. 71 (9H. s) , 6. 91 (IH, d. J=9Hz) , 6. 98-7. 01 (IH, m). 
7. 32 (IH, dd. J=6Hz. J=5Hz) , 7. 41 (IH, I. J=7Hz) , 7. 59-7. 63(IH, m), 
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7. 69 (IH. d, J=2Hz) , 7. 83-7. 89 (IH, m) , 8. 00 (IH, s) . 8. 32 (IH. d, J=8Hz) , 
8. 41 (IH, d, J=4Hz) , 8. 55 (IH. d, J=3Hz) , 8. 82 (IH, d, J=3Hz) 

mmm 22(21) 

2- (1 - t -7'i>4^->;^;u>i^-;i/-5- (2 - (N- t e r t -:/=^)l7.Jiy 
;i/ (^b^ti2 5 6) 

gH,-^. : 8 8 - 9 1 "C 

'H-NMR(CDCl3) 6 : 0.87(9H,s),1.74(9H,s).2.75(3H,s),3.52(lH.s), 
5. 42 (2H, s) . 6. 76 (IH, d, J=8Hz) , 7. 08 (IH, t, J=7Hz) , 7. 1 5-7. 2 1 (IH, m) , 
7. 21-7. 29 (IH, 111) , 7. 32-7. 46 (3H, m) , 7. 46-7. 51 (4H, m) , 7. 58 (IH, d, J=9Hz) , 
7. 90 (IH, d, J=8Hz), 8. 07 (IH, d, J=8Hz), 8. 13(1H. d, J=8Hz). 8. 21 (IH. d, J=9Hz) 

2 3(1) 

5- (2- (N- t e r t -^5";i/XJU7 7^:^>'U) 7x^>/U) -3-7x:::;i^ 

x;U7tN-;K>K>-;i/ {i\:^m2 5 7) 

5- (2- (N- t e r t -7*5^;i/X;i/7 7^'l'>'l/) 7x-;U) -3-7xr 
5mnc^^j?b. MCPBAO. 4 7 g *m^iaT4B#rB^ltMiLfc. JK^S^^ 

ei|!»7^<D±fB<b^#I ^ 0 . 3 8 g #rc. 
Mi^.: 2 1 5-2 1 St: 
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'H-NMR(CDCl3) 6 : 0. 88(9H. s). 3. 44(1H, s) , 7. 35 (IH, d. J=8Hz) . 
7. 41 (IH. d. J=9Hz) , 7. 44-7. 54 (5H, m) . 7. 57-7. 60 (IH, m) , 7. 95 (IH, d, J=3Hz) , 
8. 00 (IH, s) , 8. 02-8. 06 (2H, m) , 8. 19 (IH, d. J=8Hz) , 9. 07 (IH. brs) 
Mmm2 3 (2) - (6) 

mmm2 3 (d tmm^zbx. ot<^ (it^<^258) - (ft^ti2 6 2) 
mmm2 3 (2) 

5- (2- (N- t e r t--:f^)V7.)ly7^^M 7x^;i/) -2-^^;i/- 
3 - 7 x:n;Ux;U7i^-Jl"1' > (^b'&tl 2 5 8 ) 

ttt*; : UBBm 

a^: 2 3 1 - 2 3 3t: 

'H-NMR(CDCl3) 6 : 0. 93(9H, s), 2. 78(3H. s). 3. 52(1H. s), 7. 22-7. 28(1H, m), 

7. 37 (IH, d. J=7Hz) , 7. 40-7. 53 (5H, m) , 7. 57-7. 60 (IH. m) , 7. 99 (2H. d, J=8Hz) . 
8. 10(lH,s),8. 19(lH,d, J=8Hz).8. 87(lH,brs) 

mmm2 3 (3) 

5- (2- (N- t e r t -7*5";l/X;i/7 7t-f;U) 7x-;U) -3- (2-^ 

•J v;ux;i'5f;^>iu) OH-JU ({t;'&ti2 59) 

2 6 5 - 2 6 6t: 
'H-NMR(CDCl3) <5 : 1. 20(9H, s), 4. 32(1H. s) , 7. 12 (IH, d. J=3Hz), 
7. 28-7. 30 (IH, m) . 7. 34 (IH, d. J=7Hz) . 7. 42-7. 45 (1 H, m) , 7. 45-7. 53 (IH. m) . 
7. 53-7. 60 (IH, m) , 7. 82 (IH, d. J=8Hz) , 7. 93(1H, dd. J=9Hz, 2Hz) , 

8. 20 (IH, d, J=3Hz) , 8. 23(1H, s) , 8. 25-8. 29 (IH, m) , 8. 68(IH. d, J=5Hz) , 
9.39(lH,brs) 

mmm 23(4) 

5- (2- (N- t e r t -7*5";t/7.;i'7 7^<>'U) 7x-;U) -2-;^5^;i/- 
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3- i2-\::^)'J)l7.M~A) ^ > ai:^#l2 6 0) 

245-2 4 7t: 

'H-NMRCCDClj) 6 : 1 . 05 (9H. s) , 2. 71 (3H, s) . 4. 65 (IH, s) , 6. 73 (IH, d, J=9Hz) , 
7. 1 1 (IH, d. J=7Hz) , 7. 34(1H. d, J=7Hz) , 7. 41-7. 46(1H. m) , 7. 49 (IH, I, J=7Hz) . 
7. 57 (IH, t, J=8Hz), 7. 91 (IH. dd, J=6Hz. 5Hz) , 8. 21 (IH, d, J=8Hz) , 8. 25 (IH. s) . 
8. 68(IH.d, J=5Hz),8.94(lH, s) 

mmm 23(5) 

2- (5- (2- (N- t e r t --/^^^UXjl-^T^-r;!/) 7x-;W -2-;< 
gi.^ : 1 1 8 - 1 2 or 

'H-NMR(CDCl3) (5 : 0. 92 (9H, s) , 2. 67 (3H. s) , 3. 67(1H. s) , 5. 28(2H, s), 

7. 22-7. 30 (IH, m) . 7. 30-7. 38 (4H, m) . 7. 38-7. 44 (3H, m) , 7. 44-7. 58 (5H, in) , 
8. 00 (IH, s) , 8. 08-8. 1 1 (IH, in) , 8. 1 7 (IH, d, J=8Hz) , 8. 70 (IH, brs) 

mmm 23(6) 

5_ (3-ifU>?;U) -3 - (2-tfU>^>'l'X;i/5i^-;i/) iit^ 
m.^. : 2 7 Ot:(dec.) 

'H-NMR(DMSO-de) 6 : 7. 51-7. 55(IH. m). 7. 58-7. 66(4H,ni). 8. 06-8. 12(2H. m), 

8. 23 (IH. d, J=7Hz) . 8. 27 (IH, d, J=8Hz) , 8. 29 (IH, s) , 8. 47 (IH, s) , 
8. 66(lH.d, J=4Hz) 

mmm2 4 (d 

7»iU7 7t'r>'U7x^;i/) 'r>K-;i/ (^b^t)2 6 3) (D^i^g 
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5- (2- (N- t e r t -7'5^;i/XJU7 7t^>'W 7xn;l/) -3-7x:i 
}V7.)Vt^=-)\^^>\^-)\^ (9 4mg) Srx h7bH077>4mncJ^)^U. 

-ry7°Ptf;i/x^;i/75>o. imi, 3-s^;^^;i'75y^>y'f;Ui:7Dij k 

t#^nfdb-&<l^<& h U 7;U^D@l;i?2m 1 MfPL^MT' 1 BmWLrzo Sf& 

tt« : Itfe*^^* 

iBl,^: 1 2 4- 1 2 6t: 

'H-NMRCCDClj) d : 3.05(6H,s).4.20(2H,s),6.99-7.04(3H,in), 

7. 38 (IH. d, J=7Hz) , 7. 40-7. 45 (IH. m) , 7. 48-7. 60 (5H. m) . 7. 63-7. 67 (IH. m) . 
8. 01-8. 04 (2H, m) , 8. 09 (IH, s) , 8. 16 (IH, s) , 8. 2 1 (IH. d. J=7Hz) , 

8. 44(IH.d, J=9Hz) 
«^J2 4 (2) - (9) 

mmm2 4 (d tmmiizLx. ot© iit^m2 6 4) - ({b^ti2 7i) 

mmm 24(2) 

1- (3-v/^;u7^y-2-^5^;i/^>^/<;i') -3-7xx;u7.;u*x;i/ 
-5- (2-;^;U7rt-r;i'7xx;i/) -(y\^-)V ({k'&#i2 6 4) 

m^: 2 0 0-2 0 3^: 

'H-NMR(CDClj) .6 : 2. 31 (3H, s), 2. 80(6H, s), 4. 20(2H, s). 7. 07(1H, d, J=6Hz). 

7. 28-7. 37 (3H, m) . 7. 49-7. 59 (5H. m) . 7. 62-7. 66 (IH. m) . 7. 83 (IH. s) , 

8. 01 (2H. d, J=7Hz) . 8. 06 (IH, s) , 8. 21 (IH. d, J=7Hz) , 8. 49 (IH, d. J=8Hz) 
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mmm2 4 (3) 

(2-xji'7 7^:-r;L'7x-;u) ^>f-;u ab^i^2 6 5) 

il!^. : 2 3 1 -2 3 4'C 

'H-NMRCCDClj) 8 : 2.40(3H,s),4.23(2H.s), 7.30-7. 39(3H,in), 

7. 50-7. 60 (5H, m) , 7. 65 (2H, I . J=8Hz) , 7. 75 (IH, s) . 8. 02 (2H, d, J=7Hz) , 

8. 07 (IH, s) . 8. 20 OH, d, J=9Hz) . 8. 50(1H, d, J=9Hz) 

^mm2A (4) 

(2-7>;u7 7^'r;u7x:i;u) ^>K-;i^ ab^ti2 6 6) 

ili.i^: 2 2 3 - 2 2 610 

■H-NMRCCDClj) 5 : 2. 2 1 (3H. s) , 3. 95 (3H. s) . 4. 20 (2H. s) , 7. 00 (IH. d. J=8Hz) , 
7. 09 (IH. d. J=8Hz) . 7. 32-7. 39 (2H, m) , 7. 48-7. 60 (5H. m) , 7. 64 (IH. t . J=7Hz) , 
7. 80 (IH. s) , 8. 01 (IH, d. J=7Hz) , 8. 05 (IH, s) . 8. 20 (IH. d. J=7Hz) . 
8.51(lH,d, J=9Hz) 
%mm2A (5) 

i_ {z-^j:/L^)VT^j-2-^=f-)v^y'/^)V) -3- (2-truv;px;i/ 
7js-;i.) -5- (2-7.;i/77^:-<;i-7x-;i^) -r>F-;u (^b^i^2 6 7) 

M: 2 1 9 - 2 2 2^: 

'H-NMR(CDCl3) <5 : 2. 30(3H, s). 2. 77(6H. s). 4. 91 (2H, s). 7. 05(1H, d, J=6Hz). 
7. 22-7. 32 (2H, m) , 7. 40 (IH. d, J=8Hz) , 7. 47-7. 58 (3H, m) , 7. 63 (IH, d, J=6Hz) , 
7. 86 (IH, s) . 7. 91-7. 97 (IH, m) . 8. 18-8. 21 (2H, Di) , 8. 32 (IH. s) . 8. 50 (IH, d, J=9Hz) . 
8.66(lH,d. J=5Hz) 
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mmM2 4 (6) 

1_ (3-:^\^^'y-2->^=^JV^>V^M -3- ( 2 - tT'J -:^;i-x;U/f:- 
jl/) -5 - (2-7.)iy7^^)\^yxZ.)V) i'>H-;i/ ak^tl2 6 8) 
tt^ : mn^BM 

iii..^.: 2 3 5 - 2 3 yx: 

'H-NMR(CDCl3) 5 : 2. 19(3H. s) . 3. 93 (3H. s) . 4. 92 (2H. s), 6. 98(1H, d, J=8Hz) . 
7. 07(1H. d, J=8Hz) , 7. 34 (IH, t, J=8Hz) , 7. 40 (IH, d, J=6Hz) , 7. 49 (IH, I, J=6Hz) , 
7. 51-7. 58(2H. m) . 7. 64 (IH, t, J=7Hz) . 7. 82 (IH, s) . 7. 94 (IH, t. J=8Hz) , 
8. 20(2H, t, J=7Hz) , 8. 33 (IH, s) , 8. 52 (IH, d, J=9Hz) , 8. 67 (IH, d, J=5Hz) 

%mm2 4 (7) 

1- (2, 4-i^>^h=^'y'^>'M)i^) -3- (2-t:u -5 
- (2-x;U7Tt-r;w:7x:i;i/) -r>H-;u (^b^#i2 6 9) 
tt^^ : 'm^mm 

gl!.^: 1 3 5 - 1 3 St: 

'H-NMR(CDCl3) 6 : 3. 75 (3H, s) . 3. 92(3H, s) , 4. 84(2H, s) . 6. 56(IH, s), 
6. 64 (IH. d, J=9Hz) , 7. 38-7. 41 (IH, m) , 7. 41-7. 58 (4H, m) . 7. 63 (IH, t, J=8Hz) . 
7. 90-7. 98(2H. m) , 8. 20(2H, t, J=8Hz) , 8. 23 (IH, s) , 8. 47 (IH, d, J=9Hz) , 
8.65(lH.s) 

mmm2 4 (s) 

1- (2, h^r~>::in5"y<;U) - 3- (2 -\^^J z^)l7.)U^^^)V) - 

5- (2-x;i/7 7^<;i'>'x:i;u) -r>K->'u (^fc^#i2 7 0) 
ttt^ : ^m^m^ 

giS,^: 2 3 3 - 2 3 6t: 

'H-NMR(CDC1.,) 5 : 3. 91 (3H, s) , 4. 05 (3H, s) , 4. 84 (2H, s) . 6. 51 (IH, d, J=9Hz) , 
7. 40 (I H, d, J=7Hz) , 7. 47-7. 58 (3H. m) , 7. 60-7. 65 (IH, m) , 7. 84 (IH. d. J=8Hz) , 
7. 90-7. 95 (IH. m) , 7. 98(1H. s) , 8. 18-8. 22 (2H. m) . 8. 28 (IH. d, J=lHz), 
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8. 46 (IH, d. J=9Hz) , 8. 66 (IH, d. J=4Hz) 
||J|^!l2 4 (9) 

I- (s-iy^^)\,7S.y -2-;^9-)V^>V^)\^) -5- (3-h!'J-:/;W - 
3 - ( 2 - 1: 'J i^)i'7.)Vt^z:)V) ^ > Gb^tl 2 7 1) 

BS.-^. : 2 2 5 - 2 2 8 r 

'H-NMRCCDClj) <5 : 2. 28(3H. s), 2. 78(6H. s) , 7. 08(1H, d. I=7Hz) , 

7. 28-7. 36 (2H, m) , 7. 38 (IH, t , J=7Hz) . 7. 46-7. 51 (IH, m) , 7. 55 (IH, d, J=8Hz) . 
7. 62 (IH, d, J=9Hz) , 7. 94-8. 00 (2H. m) . 8. 20-8. 28 (3H, m) . 8. 52 (IH, s) , 

8. 54 (IH, d, J=9Hz) . 8. 66 (IH. d, J=5Hz) 

mmm2 5 (d 
m 7 2) 

5_ (2- (N- t e r t -::^^;i/;^;U7 7^:<>'U) 7x-;u) -2-/5^ji' 

- 3 - 7 x:i;UX;i/7i^:^;i^^ > K-^l^ 90mg<l:T-h'^t:Hn7^>4mi 

^}^r\Z7Kmiti'h^J^2^ (60%) 2 0mg. 3-v/^;P7^y-2 

m,^.: 1 1 8-1 2 ir 
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'il-NMRCCDClj) 6 : 2. 29(3H. s). 2. 70(3H, s), 2. 73(6H, s). 4. 26(2H, s) , 
7. 00-7. 03 (IH. m) . 7. 1 2 (IH, d. J=9Hz) , 7. 21-7. 31 (3H. m) . 7. 34-7. 39 (IH. m) , 
7. 49-7. 65 (5H, m) . 8. 01 (2H. d, J=8Hz) , 8. 1 8 (IH, d, J=8Hz) . 8. 26 (IH. s) 

mmm 2 5 ( 2 ) - ( 6 ) 
mmm2 5 (d tmmizvx. uro (it^m2 7 3) - ({^^#12 77) 

mmm2 5 (2) 

1- (2, 4-v?p^ h+->^>'/<.'l^) -2-p^^Jl/-3-7x:i;i/7>Jl/3f;r.;u 
-5- (2-7.;u7 7^'r>iu:7x-;i/) -r>h*->'U ({b^ti2 7 3) 

ISji^: 1 2 3 - 1 2 6t: 

'H-NMR(CDCl3) d : 2. 74(3H, s). 3. 42(3H, s). 3. 90(3H, s), 4. 26 (2H, s). 

6. 40(1H, d, J=2Hz) . 6. 62 (IH, dd, J=8Hz, J=2Hz) , 7. 19 (IH, d, I=9Hz) . 

7. 21^7. 28 (IH, m) . 7. 39 (IH, d, J=6Hz) , 7. 44-7. 59 (4H. in) , 7. 59-7. 67 (2H. m) , 
7. 97-8. 02 (2H, m) . 8. 1 7 (IH, d, I=8Hz) , 8. 23 (IH, s) 

mmm 25(3) 

in*: 12 8- 13 It: 

'H-NMR(CDCl3) 6 : 2. 24(3H, s), 2. 69(3H, s), 3. 91 (3H. s) . 4. 26 (2H. s) , 
6. 92 (IH, d, J=8Hz) , 7. 09 (IH, d, J=8Hz) , 7. 18 (IH, d, J=8Hz) . 7. 21-7. 30 (IH, m) , 
7. 36 (IH, d, J=8Hz) , 7. 48-7. 62 (6H, m) , 8. 01 (2H, d, ]=8Hz) , 8. 1 9 (IH. d, J=7Hz) , 
8.27(lH,s) 
mMm2 5 (4) 

1- {3-i^^^A7^/-2-}^^)\/^>V^M -2-p^^;i/-3- (2- 
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tf u v;u7v;u4-N^;i/) -5- (2-x;i/7 7^'r;i'7x-;i/) 'i>\^~-)i 

mz 7 5) 

Mi^.: 1 2 2 - 1 2 St: 

'H-NMR(CDCl3) 6 : 2. 28(3H. s), 2. 71 (3H. s) . 2. 73 (6H, s) , 5. 08(2H, s), 
7. 03 (IH. d, J=8Hz). 7. 08 (IH, d, J=9Hz), 7. 18-7; 21 (IH.m), 7. 21-7. 30(2H.ni), 
7. 36 (IH, d, J=7Hz) , 7. 46-7. 53 (2H, m) , 7. 57-7. 61(IH, m) , 8. 1 7-8. 22 (2H, m) , 
8. 42 (IH, d, J=2Hz) , 8. 65 (IH. d, J=5Hz) 

mmm2 5 (5) 

1- (2, h^v-=i5^y-1'>'l') - 2-^^)\^-3- (2-tfU>^;UX 
)lt^-)V) -5- (2-X;i/7 7^<>'U7x-;U) ^>H-;P ({b^tl2 7 6) 

U}^: 1 2 3 - 1 2 5t: 

'H-NMR(CDCl3) 6 : 2. 75 (3H, s). 3. 62(3H, s) . 4. 00(3H, s), 5. 08(2H, s) . 
6. 47 (IH, d. J=8Hz) . 7. 22 (IH. s) , 7. 39 (IH, d, J=8Hz) . 7. 46-7. 54 (2H. m) , 
7. 60 (IH. t , J=8Hz) , 7. 90-7. 98 (2H, oi) . 8. 1 8 (IH. d. J=8Hz) , 8. 22 (IH, d. J=8Hz) , 
8.40(1H, s),8. 64 (IH, s) 

mmm2 5 (6) 

2- (1- (3-S^^5";i/T5y-2-^5";U^>7<>'U) -5- (2-X>lU7 

>s/*;u (i\:^m2 7 7) 

tt^ : n^m^ 

1 3 0 - 1 3 2'C 

■H-NMR(CDCl3) a : 2.32 (3H.S), 2.49 (3H.S), 2.88 (6H,s), 4.60 (2H,brs). 
5. 06 (2H. s) . 7. 05 (IH. d. J=9Hz) , 7. 09 (IH. d, J=8Hz) . 7. 21-7. 34 (8H. m) , 
7. 39 (IH. d. J=8Hz) . 7. 48-7. 54 (IH. m) . 7. 54-7. 67 (4H. m) . 8. 14 (IH. s) , 
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8. 16(lH.d,J=9Hz),8.22(lH.d, J=7Hz) 

mmm26 (d 

5- (2-X;U7T^-r;U7x-;i/) - l- (4-/ h^v^^y-fju) - 3- 
5- (2- (N- t e r t -:/5";i/X;U7 7^<>'l^) 7xr:;U) -1- (4- 

1 2ml 7 wffii^L^co js«<&jiiiSL. m^^myi^mi-h 

<£:4 Omgf#7to 

2 0 7- 2 1 Ot; 
'H-NMR(CDCl3) 5 : 3. 95(3H, s), 4. 03(2H, s) . 7. 10(2H. d. ]=9Hz) , 
7. 43 (IH. d. J=7Hz) , 7. 52-7. 69 (3H. m) . 7. 83 (2H. d, J=9Hz) . 8. 1 1 (IH. s) , 
8. 20 (IH, d, J=7Hz) , 8. 32 (IH, d, J=9Hz) , 8. 38 (IH, s) , 10. 08(1H. s) 

mmM2 6 (2) - (6) 
mmm2 6 (d tmm\zvx. OT(^ iit'^m2 7 9) - ({b^ti2 8 3) 

m^m2 6(2) 

5- (2-7.;i/7 7^:<;U7x::i;U) -1- {4-^h^'y^>'M)V) -3- 

(2-e'j>';i'X;i/^-;i/) ^>K->'i^ (<b-&ti2 7 9) 

ili^.: 2 2 4- 2 2 7'C 

'H-NMR(CDCl3) 6 : 3. 94(3H, s) , 4. 89(2H, s) , 7. 07(2H. d, J=9Hz), 

7. 41 (IH, d, J=7Hz) , 7. 48-7. 57 (3H, m) , 7. 61-7. 66 (IH, m) , 7. 78 (2H, d, J=9Hz) , 

7. 95 (IH, t . J=7Hz) , 8. 1 6 (IH, s) . 8. 1 8-8. 24 (2H, m) . 8. 32 (IH, s) . 
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8.35(1H,(I, J=9Hz), 8.62-8.68(lH, m) 
5- (2-X;l/7 7^:'1';i''7xr;U) -l - (4-^h^'y^>V^)\^) -3- 

14^^ : mm^ 

M: 2 0 5- 2 0 7*0 

'H-NMR(CDCl3) 5 : 2. 39(3H. s) , 3. 96(3H, s). 4. 23(2H, s) , 7. 09 (2H, d, J=9Hz) , 
7. 29 (2H, d. J=9Hz) . 7. 37 (IH. d. J=7Hz) . 7. 50-7. 58 (2H. m) , 7. 61-7. 65 (IH, m) , 
7. 79(2H, d, J=9Hz) . 7. 91 (IH, d, J=9Hz) , 8. 09(1H, s), 8. 10(1H, s) . 
8. 21 (IH, d, J=7Hz) , 8. 34(1H, d. J=9Hz) 
mMm2 6 (4) 

5- (2-7.;i/7 7^'f;u7x-ji/) -1- (4->?pt5";i/T5y^>y^;u) 

- 2 - 3 -y :cZL)\,7.)V7isZ.)l^ y \^-)V (fb-&ti2 8 1) 

: n^mm 

1 3 8-1 4 0*0 

'H-NMR(CDCl3) 6 : 2. 75(3H, s). 3. 13(6H, s), 4. 28(2H, s), 6. 67(2H, d, J=9Hz). 
7. 18-7. 25 (2H, m) , 7. 25-7. 30 (IH, m) , 7. 39 (IH. d, J=9Hz) . 7. 46-7. 58 (3H. m) . 
7. 58-7. 68 (3H, m) . 8. 03 (2H. d, J=9Hz) , 8. 20 (IH, d, I=9Hz) , 8. 24 (IH, s) 

mmm2 6 (s) 

-2-7^^;i/-3-7x:i;i/x;i/5t^:i;i/-i'>H-;i' (it^<^2 8 2) 

: n^Bm 

St.^: 1 2 2 - 1 2 St: 

'H-NMR(CDCl3) 6 : 2. 75 (311. s), 3. 00(6H, s), 4. 27(2H, s), 6. 93(1H, d, J=8Hz), 

7. 01 (IH, d, J=8Hz) , 7. 09 (IH, s) , 7. 18(1H, d, I=9Hz), 7. 21-7. 30(1H, m) , 

7. 32 (IH, I. J=8Hz) , 7. 38 (IH, d. J=7Hz) , 7. 49-7. 65 (5H, m) , 8. 03 (2H, d, J=8Hz) . 
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8. 18(lH.(lJ=8Hz),8.25(lH. s) 

mmm2 e (6) 

5- (2-x;i/7 7^:<>ii'7x-;i^) -1- (3-z^yf'f-)\^7^y^y'M)V) 
- 3 - ( 2 - 1: u < > ab-^*!^ 2 8 3) 

gl!.^. : 1 3 3 - 1 3 5t: 

'H-NMRCCDClj) 6 : 3. 03(6H, s), 4. 91(2H, s) . 6. 96-7. 01 (3H, m) , 

7. 38-7. 42 (2H, m) , 7. 45-7. 59 (3H. m) . 7. 64 (IH. t, J=8Hz) , 7. 94 (IH, t. J=6Hz) , 

8. 1 5-8. 24 (3H. m) , 8. 33 (IH, s) , 8. 45 (IH. d, J=9Hz) , 8. 66 (IH. d. J=4Hz) 

mmm 2 7 

2- (1- i3-i^^9-)i7^y-2-^'f-)\^^>v^)v) -5- (2-X;U7 
7t-i';i/7xii;p) -2-;*^;i/-r>K-;u- 3--r;u7.;u3i^-;u) ^B^m 

iit'^m2 8 4) 

2- (1- (3-i^/^;i/75y-2-^^;u^>v*'i';u) -5- (2-x>/i^ 
i^i^f §:i<t(cJ:0±l2lt:^ti^o. 2 4g#;rc, 

ill,i( : 1 6 4 - 1 6 8t: 

'H-NMR(CDCI j) 6 : 2. 18 (3H. s) . 2. 53 (3H, s) . 2. 66 (6H. s) . 7. 08 (IH. d, J=9Hz) , 
7. 1 3-7. 19 (2H, m) , 7. 26 (2H. t, J=6Hz) . 1. 34 (IH. t. J=8Hz) , 7. 39 (IH. d, J=8Hz) , 
7. 57-7. 68 (3H. m) , 7. 74 (IH, t, J=7Hz) , 7. 90 (IH. s) , 8. 05 (IH, d. J=8Hz) , 
8. 14(lH,d, J=8Hz) 

mmm 2 s 

5- (2- (N-7-fe5^;UX>ll/7 7^-1';U) 7x-;U) -1- (4-'y;^^)l^7 
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8 5) 

7>2mMc:^^L., TK^^bT^hU-^A (6 0%) 4mg> 7-fe5";U^ D 'J F 6 
a-if : 1 4 4- 1 4 6'C 

'H-NMR(CDC1,) <5 : 1. 98(3H, s). 2. 75(3H. s) . 3. 13(6H, s) , 6. 66(2H. d, J=9Hz) , 
7. 12-7. 20 (2H, m) , 7. 39 (IH, d, J=7Hz) , 7. 47-7. 54 (2H. m) , 7. 54-7. 61 (2H, m) , 
7. 61-7. 70 (3H, m) . 8. 00 (2H, d, ]=8Hz) , 8. 19 (IH. s) . 8. 40 (IH. d, I=8Hz) 

mmm 2 9 

3 - ^ ^;i/7 5 y - 2 - ^)V^M.mWt (it^^^ 2 8 6) 

3-7Sy-2-^5^;U$m#^5g, mmtl^)^Al3. 7g^N. N->? 
p^^;i/jJ>;l/A75 F 5 Om I iliPA, ^ia-Crvp<^;l/W3 Om 1 ?^:?ilTLfCo 

m 1 izmML. 4 %7Ki?{t::)- F U C'A 7 0 m 1 ?:JP^ 2 BPa^jlyitLfco J^JS^it* 

tti^ : mmm 
m,^: 1 2 5 - 1 2 yt: 

'H-NMR(DMSO-de) 6 : 2. 41 (3H, s), 2. 62(6H, s) . 7. 18-7. 25(2H,in) , 
7.35-7.40(lH.in) 
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^mm 3 0(1) 

5-tKo + '>-l- (4-^h^i^^>V^)l) -3- (4-/5";U7x:i;U 

;^;i/AfNi:;U) OH-;!/ ({k^ti2 8 7) 

5-'^>i^;i/:t+->- 1 - h^->^>7-r;u) -3 - (4-^f-;p7 

1 7 4- 1 7 6t: 

•H-NMRCCDClj) d : 2. 38(3H, s), 3.93(3H. s), 5. 48(1H, s), 6. 94(1H, d, J=9Hz), 
7. 05 (2H, d, J=9H2) . 7. 28 (2H. d, J=8Hz) . 7. 32 (IH, d. J=3Hz) . 7. 74 (2H, d, J=9Hz) . 

7. 88(2H, d, J=8Hz). 8. 01 (IH, s) . 8. 13(1H, d, J=8Hz) 

mmmso (2) 
-;u-r>h*-;i/ (<b^ti2 s s) 

m,^: 1 9 7- 2 0 or 

'H-NMR(CDClj) 5 : 3. 13(6H, s), 5. 01 (IH, s) . 6. 74(2H. d, J=9Hz), 

6. 93 (IH, dd. J=9Hz, J=2Hz) , 7. 32 (IH, d, J=2Hz) , 7. 47-7. 51 (2H, m) , 

7. 51-7. 58 (IH, m) . 7. 70 (2H. d, J=9Hz) . 8. 01 (2H, d. J=8Hz) , 8. 07 (IH. d, J=9Hz) . 

8. 12(1H, s) 

mmms i (d 

(1- (4-7^ h+->'^>7<;i') -3- (4-p<^;i'7x^;i/;^;U7i^:i;w ^ 
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5-t:KD=\^v- 1 - (4-;^h^iy^>V^)\/) -3- (4-p^5^;U7x- 

iti-h^j^h (6 0%) 6mg, ■/u^mmji^)i2o u i^ijw^^unmm 
tti^ : 

20 l-2 04'C 
'H-NMR(CDCl3) (5 : I. 27(3H, t, J=7Hz), 2. 37(3H, s), 3. 92{3H. s), 
4. 24 (2H, q, J=7Hz) . 4. 87 (2H, s) , 7. 01 (2H. d, J=9Hz) , 7. 18(1H. dd. J=9Hz. J=2Hz) . 
7. 21-7. 30 (3H. m) . 7. 75 (IH, d, J=2Hz) . 7. 84(1H, s) . 7. 89 (2H, d, J=8Hz) . 
8. 18(2H,d, J=9Hz) 

mmms i (2) - o) 

^»J3 1 (2) 

(1- (4-/ h4^i>^>^/^;i/) -3 - (4-^^;U7x-;i/) x;u4^ii;u-r 

>H-;i/- 5-<;i') :t+->I^S? t e r t iit'^<^2 9 0) 

Sll,^^, : 1 8 4 - 1 8 6 1: 

'H-NMR(CDCl3) 6 : 1. 44(9H, s), 2. 36(3H, s) . 3. 92(3H, s), 4. 76(2H. s) , 
7. 01 (2H, d. J=9Hz) , 7. 18-7. 20 (IH, m) , 7. 25-7. 29 (3H. m) , 7. 75 (IH, s) , 

7. 83 (IH, s) , 7. 89 (2H, d, J=9Hz) , 8. 18 (2H. d. J-9Hz) 

mmms i (3) 

(1- (4-->*p^5';U75y'^>y-r;U) -3-7x:::>iU7.;i'*r:;K>H-;U 
- 5 ^t+v-W t e r t -y^}]/ (i\:^m2 9 1) 
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m.^.: 1 0 7 - 1 0 9 1: 

•H-NMRCCDClj) (5 : 1. 43(9H. s) , 3. 10(6H, s) , 4. 76(2H, s) , 6. 72 (2H, d. J=9Hz). 
7. 1 7-7. 2 1 (2H, m) . 7. 42-7. 5 1 (3H, m) , 7. 76 (IH, d, I=2Hz) , 7. 84 (IH, s) , 
7. 99-8. 02 (2H. m) , 8. 08(2H, d. J=9Hz) 

(1- (4->^h^iy^>V^)i) -3- (4-/^;i'7x-;ux;i/4^:i;u) -i 

>H-;u-5-'r;u) ^^'ymm ai:^ti2 9 2) 

(1- (4-^ h+->^>y<^l^) -3- (.4-;f^^)Vyx.=.}V7.)V^^=.)V) 
5 Ti-^i^mfkt e r t -y5^;P4 Omg{ChU7;i/:tP@^ 

m2m 1 ^JPA^iaTl BJti^Ljto ;S«^iiSSt±IE{k^4^^3 Omg#/co 

B!!.^?. : 2 2 8 - 2 3 1 1:. 

'H-NMR(DMS0-d5) 6 : 2. 34(3H, s) . 3. 89(3H, s) , 5. 18(2H, s) . 7. 14(2H, d. ]=9Hz), 
7. 1 8 (IH. d, J=9Hz) , 7. 38 (2H, d, J=9Hz) , 7. 58-7. 64 (2H, m) , 7. 86 (2H, d, I=9Hz) . 
8.12(2H,d,J=9Hz),8.29(lH,s) 
2 (2) 

mmm3 2 (d tmmizvx. ut© «b^ti2 9 3) ^mrzo 
(1- (4-i>*^^;u7sy'^>V-r;w) -3-7x:::;ux;uiJ^ii;k>h-;u 
-5--r;u) -t^iymm ai:^t/2 9 3) 

gj.^ : 2 6 S^CCdec.) 

'H-NMRCDMSO-dfi) (5 : 3. 06(6H. s) , 4. 59(2H, s) , 6. 80(2H, d. J=9Hz), 

7. 07(1H. d, J=9Hz) . 7. 43 (IH. d, J=9Hz) . 7. 50-7. 61 (4H. m) , 7. 91-7. 98(4H, m) , 

8.20(1H, s) 

##fy5 (1) 

2- (2-;i-+y7°Dfcf;u5':t) -ii^>i?^>v;uxxx;u ak^<^2 9 4) 
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2-/;i/*7>nii^>m 6. 2g^l:DMF 3 Om 1 {CiP^T^i^U-^AS. 
B^^X5^;U2 5 0ml <&SDAT7K1 1 x 2 IsISfeit i^Ac, WliStt^^S^t-. 
m. : 

Sl!,^: 6 4-6 4. 5t: 

■H-NMR (CDClj) 5 :2.32(3H.s), 3.89(2H,s), 5.37(2H,s), 
7. 06 (IH, dd, J=8Hz, J-5Hz) , 7. 33-7. 46 (5H, in) , 8. 26 (IH. dd, J=8Hz. J=2Hz) . 
8.47(1H, dd, I=5Hz. J=2Hz) 
##^5 (2) - (3) 

##fy5 (1) tmmzLx. ^xfo «b^i^2 9 5) ~ {\t%m2^%) 

##f!l5 (2) 

'H-NMR (CDCI3) 5 :2.34(3H,s), 4.03(2H,s). 5.36(2H,s), 
7. 29 (IH, dd, J=8Hz. J=lHz) , 7. 34-7. 45 (5H, m) . 8. 09 (IH, dd, J=8Hz. J=2Hz) 
g.OKlH. dd, J=2Hz. J=lHz) 
P^mS (3) 

4_ (2-:t^V7'Dkf;i/5":t) ^mi=i?'^> v^'I^XXxJl^ iit^^29 6) 

'H-NMR (CDClj) 5 : 2. 29 (3H, s) . 3. 75(2H, s) , 5. 34(2H, s) . 7. 30(2H. d, J=8Hz) , 
7. 34-7. 44 (5H. m) . 7. 97 (2H. d, J=8Hz) 
#%0iJ6 
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4_ (2-;f+V7°Otf;i/5^:t) 7x-;i/;t+->M ter t - 7'5^;i/XX7^ 
)l ({k^tl 2 9 7) 

p-t KP + v5^^7xy-;i/ 8. 6g<h^Pa7-th> 6. Ag^i/^UU 
1 2 OinUC^i^L.fe„»THv'1'V7°oe;UX5";|/7 5> 8. 8g/v 
/700^iS^>l Om 1 ^1 5:J^Tli§TLfc.l^?a-e5 Oram«il^;t. 3 %i:7X> 
^1 0 Om 1 T^5fe#L^.}§ii^^^^t^(l^ifeffiT@*LfCo3^an^=^tJ->^jt)PA 
T>ijiUfc,^fe@#:^l 1. 3gt#;^c, i0»5. 4 6 g<h7'D^:@1--^t e r 
t _;/5^;i^XXx;P5. 8 5g^N, N-vp^5^;1/4n;UA7^ F2 Ora 1 
LT, i^m*U'^A6. 9g«;lfc. ^tfiT S^^I^J^Lfc, fi^mx5";H 0 
0ml ^jQAT3%MK-^-hU'7A7K3 0 0ml X2|Hi^5fe#Lfeo ^Wim\t^ 
m.mz. i^EETSiLfco ?ia$:;^3^A^p-7 h (>/ U ; □ □ ^ 

ttt^ : n^m^m 

'H-NMR (CDCI3) a : 1.49 (9H,s), 2.25 (3H,s), 3.56 (2H,s), 4.48 (2H,s), 
6. 83 (2H. dd, J=7Hz. J=2Hz) , 7. 33 (2H. dd, J=7Hz, J=2Hz) 
###»J7 

2- (2-;t^vynt°ju5'^) ^m#s?^>v>'i'xxx;u (^k'&ti2 9 8) 

1 ( 3 ) T-g-fiK bfc 2 - ( 2 - :t^y 7^0 \i)V^^) 1.45 
g^N, N- v'^^;i^7}^JUA75 K 5m i tC^j^LT. i^SI:^'J'^AO. 
7 5 g <!: ^ > v^U 7' □ S H 0 . 8 5 g <&J!)P^fc, gfiT 6 B^rBlMi* L/tl^M 
X5=-;i/5 Dm 1 ^j!lP;lTgSifPfi#7jc5 Cm 1 x 2lEli5fe#Lfc. 
\z. MlET®*bfco ?^S*:^7^A^PTh (-> 'J :^y>iU ; v'i^ pelvis' » 
n L fc. ±BB^b-&^^ ^ 1 . 1 2 g 0 . 

'H-NMR (CDCI3) <5 :2.30(3H,s). 3.70(2H.s). 5. 37(2H, s). 7. 18(1H. t. J=8Hz). 
7. 29 (IH, d, J=8Hz) . 7. 35 (1 H, d, ]=8Hz) , 7. 37-7. 47 (5H, m) , 8. 03 (IH, d, J=81Iz) 
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N- t e r t -y^;i/-2- (4'- t e r t - >^h + ->;^;U5J^^^Hi H^v^ 
7xn;U) ^>-fe*>7>;U3l^>7^ K ab^#j2 9 9) 

N- t e r t -7*h + ->;^;l'fcJl^-p-7'D^7x-;i/t K^>^> 5. 8 
g, N- t e r t -:/^;L'X;i'7rt-i'>iU7x:i;i/5}^n>i? 5. lg>^^:^ 
hU^^^A 4. 2 g. PdC 1 2 (PPhj) J 0. 5g, h 'J 7xr:;U4^X7^' 
>1. 5g^h;i/X> 10 0mlch7K 3 Om niJPATS^^ffl^Ttl 1 8 
fltFa^iPiiMi^tfco i^iSX5'>iU2 0 0ml ^fiDATTKa 00ml l?»L^Cc ^ 

0 / 1 ) tC# L fc. ±I2{I:^«^ ^ 3 . 2 8smrco 
i!!.^ : 2 1 7 - 2 1 8*C 

'H-NMR (CDCI3) 6 : 0.97(9H.s).1.47(9H,s),3.62(lH,brs),5.81(lH.brs), 
6. 90 (IH. br s) , 6. 92 (IH, d, I=8Hz) , 7. 29 (IH, d, J=6Hz) , 7. 38-7. 53 (4H, m) . 
8. 14(lH,d, J=8Hz) 
##^J 9 

N- t e r t -7'^;U-2- (4' - 1 K^v'/ 7x-;U) ^>-tf >X;i/*>7 

5 K mmm. at^ms o o) 

N- t e r t -Zf^JV- 2 - (4* - t e r t -y' h^'yti)lt-=.)V^ H^v 
y7xr:;i/) ^>-tf>x;P>J^>T$ K3 g?&ixi5'DDP^^^>l 5 Om 1 izmMl^ 
fc. 14. 6 %:t^/-:^:t=^^-t^> 30ml ^MXX-^UX' 1 Nffpl^ b 5 0 "CT 

(5/1) <&»P^Tii)iLrc. ±fE{b^#/^2. 17g#fc. 

M : 1 1 3 - 1 1 5t: 
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'H-NMR (CDCI3) 6 : 1.03(9H,s), 6.96 (2H,d,J=8Hz), 7.27 (lH,dd,J=8HzJ=2Hz), 
7. 33(2H, d, I=8H2) , 7. 55 (IH, dd, J=8Hz. J=2Hz) , 7. 59 (IH. dd, ]=8Hz, J=2Hz) . 
8. 03(lH.dd, I=8Hz, J=2Hz) . 8. 34(1H. brs). 10. 17 (2H, brs) 

x7x;i/ ab^#i3 0 1) 

2- (2-:t=^y7°Pt:;U) ^li^>^^>v;UXXx;U 3 g <»: p- >^n^7 
xr;Ut:H^v> 2. 2 4g^t e r t -7'5^JU7Jl/3-;i/6 0ml 

>f»Pf*Jig^T(C3B#Pp1tti^Ufc, ^«£S:MEET{'@*brco v^i^DP^iS' 
> 1 2 Om 1 ^JP^T, 7K3 0 Om 1 Tife^LfCo >fi-illl«^it^{C@*Lfco 

^Z. 9g#/ho 

1 4 3- 1 4 5"C 

•H-NMR (CDCI3) (5 : 2.40 (3H,s), 5.46 (2H,s). 6.99 (lH.dd,J=7Hz,J=2Hz). 
7. 07 (IH. d. J-8Hz) , 7. 19 (IH, dd, J=8Hz, J=2Hz) , 7. 36-7. 45 (4H, m) , 
7. 54 (2H, dd. J=7Hz, J=2Hz) , 8. 26 (2H, dd, J=8Hz, J=2Hz) , 8. 46 (IH, brs) 
3 (2) - (6) 

^M^J3 3 (1) tnm\Zl.X. OT© ({l:^tl3 0 2) - ({k^«^3 0 6) ^ 
^JS^J3 3 (2) 

6_ (5_yp:6-2-p<g^;K>H-;i/-3-'r;u5"^) -□^>K'^>>'^ 

XXt-;!/ (fb^tl3 0 2) 

'H-NMR (CDCI3) (5 : 2.50(3H,s),5.34(2H,s),6.68(lH,dd,J=8Hz, J=lHz), 
7. 22-7. 46 (7H, m) , 7. 62 (IH. s), 7. 95(1H, dd, j=8Hz, J = lHz) , 8. 51 (IH, s), 
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9.04(lH.brs) 

mmms 3 (3) 

2- (5- (2-N- t e r t -■/^;i/XJU7 7^-1'>'U'7x-;U) -2-^5^;i' 
^>\^-)V-3-^ )\/^^) ZLnJ-ym^y'y)VJ.7.7-)V «b-&tl3 0 3) 

14^ : nm^ 

gi^-iC 2 5 9-2 6 Ot: 

'H-NMR (CDCI3) <5 :0.84(9H,s), 2.49(3H,s), 3. 61 (IH, s) , 5. 42(2H, s), 
6. 97 (IH, dd, J=8Hz, J=5Hz) , 7. 31-7. 42 (7H, m) , 7. 47-7. 51 (4H, m) . 
8. 1 1 (IH. dd, I=7Hz, J=2Hz) , 8. 22 (IH. dd. I=8Hz, J=2Hz) . 
8. 28(1H, dd. J=5Hz. J=2Hz) . 8. 45 (IH. brs) 

^mmzz (4) 

6- (5- (2-N- t e r t -:/5^;i/X;i/7 7t-1'>'U7x-;U) -2-^5^;U 

-r>K->'u-3--r;u5"^) -□5">i?^>s^;uxx-r;i' (<t:^ti3 0 4) 
« : n^mw 

Sl.^ : 9 0 - 9 2 -C 

'H-NMR (CDCI3) (5 :0.90(9H.s), 2.55(3H,s), 3. 54(1H, s), 5. 3i(2H. s), 
6. 78 (IH, dd, J=7Hz. J=2Hz) , 7. 27-7. 54(1 IH, m). 7. 95 (IH. dd. J=8Hz. J=2Hz), 
8. 14(IH, dd, J=8Hz, J=2Hz) , 8. 57(1H, s), 9. 01 (IH, d, J=2Hz) 

mmm 33 ( 5 > 

4- (5- (2-N- t e r t -y^>lPX;i/7 7t-r;P7x-;U) -2-^^)V 
■OK-JU-S-^JU^^t) :7x-;i/:t4^v'S^m t e r t -^^;i/X7>'rJl^ 

{\t^m 3 0 5) 

tt^^ : n^m^m 

'H-NMR (CDCI3) (5 : 0.85(9H,s), 1.46(9H,s), 2. 54(3H, s) , 3. 51 (IH, s). 
4. 42 (2H, s) , 6. 68 (2H, dd. J=7Hz. J=3Hz) . 7. 00 (2H. dd. J=7Hz. J=3Hz) , 
7. 31-7. 36 (2H, m) . 7. 40-7. 46 (2H, m) , 7. 51 (IH. t. J=7Hz) . 
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7. 58(1H, dd, J=5Hz, J=2Hz), 8. 16(1H. dd, J=7Hz. J=3Hz). 8. 71 (IH, brs) 
mmmSS (6) 

4- (5- (2-N- t e r t ->^^;i/X;U7 7^<>'U:7xz:;i/) -2-^^)V 

'H-NMR (CDCI3) fi : 0.86 (9H,s). 2.53 (3H,s), 3.51 (IH.s), 5.29 (2H,s), 
7. 03 (2H, dd. J=8Hz. J=2Hz) , 7. 28-7. 5 1 (1 IH, m) , 7. 83 (2H, dd. J=8Hz. J=2Hz) . 
8. 13 (IH. dd. J=8Hz. J=2Hz) , 8. 57 (IH, s) 
««^«3 4 (1) - (4) 

mmmi e (d tnm\z\^x at-^mz o ?) ~ «b^#i3 1 o) sr^egbfe. 

^S£f!l3 4 (1) 

2- (5- (2-N- 1 e r t -:^^;i/x;i/7Tt<;i/7xn;u) -2-^5^;!/ 

0 7) 

im,^: 250-252'C 

'H-NMR (CDCI3) (5 : 0.89 (9H.S). 2.76 (3H.S), 3. 88 (IH.s). 5.42 (2H.S). 
7. 30-7. 48 (lOH. m) . 7. 51-7. 56 (IH, m) . 7. 83 (IH. dd. J=8Hz. I=2Hz) . 8. 1 1 (IH. s) . 
8. 14(lH.dd, J=8Hz. ]=2Hz),8. 58(lH,dd. J=5Hz, J=lHz). 11. 16(lH.brs) 
%mm^A: (2) 

6- (5- (2-N- t e r t -y5";ux;i/7 7t-rji/7xx;w -2-^5^;U 
«^3 0 8) 

'H-NMR (CDCI3) 5 : 1.02 (9H.S). 2.75 (3H.S), 5.37 (2H.s). 6.95 (lH.d,J=8Hz). 
7. 21 (IH. dd, J=7Hz. J=2Hz) , 7. 32-7. 39 (6H, m) , 7. 49 (IH, dd, J=8Hz. J=2Hz) , 
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7. 56 (IH. dd, J=7Hz, ]=2Hz), 8. 16(1H, s), 8. 18(1H. dd. ]=8Hz, J=2Hz). 
8.25(lH,dd, J=8Hz, I=lHz).8.48(lH,dd, J=8HzJ=2Hz), 

9. 19(1H, dd. J=7Hz, J=lHz). 9. 18(1H, s) 
^«3 4 (3) 

4- (5- (2-N- t e r t -::^5";UX;i/7 7^-<;i/7x-;i/) -2-^=f-)l 

>K-;i/- 3 -'r;u7.;u3^-;i^) 7x-;u:t^5>it^i? t e r t -:/5^;ux7> 

7-)l Wb^tl 3 0 9) 

'H-NMR (CDCI3) 6 : 0.94 (9H.S), 1.47 (9H,s), 2.74 (3H,s), 3.50 (lH,s), 
4. 52 (2H, s) . 6. 89 (2H, dd. J=8Hz, J=2Hz) . 7. 25 (IH. dd. J=8Hz, J=5Hz) . 
7. 38 (2H, dd, J=8Hz, J=2Hz) , 7. 44(1H, dd, J=8Hz, J=2Hz) , 
7. 58 (IH. dd, J=8Hz, J=2Hz) , 7. 93 (2H, d t. J=7Hz, J=2Hz) . 8. 09 (IH. s) . 
8. 18 (IH, dd, ]=8Hz, J=2Hz) , 8. 91 (IH. brs) 

^mm3 4: (4) 

4- (5- (2-N- t e r t -v^^Jl'XJl/^T^^v'U^x-jl') -2-^^;P 
^>K-JU- 3 )V7.)Vt^ZL)V) ^B^mm^yi^)]/ «b^<^3 10) 

'H-NMR (CDCl,) 6 : 0. 94(9H. s), 2. 76(3H, s), 3. 53(1H. s), 7. 23-7. 28(IH.id), 
7. 31-7. 41 (7H, 01) . 7. 47-7. 52 (IH, m) . 7. 58 (IH. t, J=6Hz) , 8. 05 (2H, d, J=8Hz) . 

8. lOdH. s) , 8. 14 (2H. d, J=8Hz) . 8. 19 (IH, d. J=8Hz) . 8. 79 (IH, brs) 

mmm 35 ( 1 ) - ( 2 ) 

mmm2 2 (d tmrnzi^x iw^-^mz id- {{t^rnz 1 2) ^^^\^tz> 
%mm 3 5(1) 

2- (5- (2-7-fe^;U7x->)l/) -1- (3-v?^5^;U75y-2-p^^;U 

Ky'/-()V) -2-^^;K>K-;i'-3-'f;i/x;i/7iN-;u) ^B^m^y-yji^ 
{it^m 3 11) 
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'H-NMR (CDCI3) 8 : 1. 87(3H. s), 2. 28(3H, s) , 2. 62(3H. s), 2. 72 (6H, s) . 
5. 28 (2H, s) . 7. 03 (IH, d, J=7Hz) , 7. 08 (IH, d. I=2Hz) , 7. 20-7. 40 (9H, m) , 
7. 45-7. 68 (5H, m) , 7. 97 (IH. s) , 8. 14 (IH. d, J=8Hz) 
^mm35 (2) 

2- (1- (3->'^5^;i<'75y-2-p^5^;K>y^;w -2-;><^;u-5- 
(2-^5^;i/5^^7x-;i') -i'>F-;i/-3--r;i/x;i/3j-N:::;u) ^SM^>>' 
(^b^i^ 3 12) 

'H-NMR (CDCI3) 5 : 2.29 (3H.S). 2.30 (3H,s), 2.58 (3H,s). 2.72 (6H,s), 
5. 28 (2H, s) , 7. 04 (IH, d, J=8Hz) , 7. 1 3 (IH. d, J=9Hz) , 7. 1 5-7. 29 (6H. m) . 
7. 29-7. 35 (4H, m) , 7. 38 (IH. d. J=8Hz) . 7. 51-7. 60 (3H. in) . 8. 06 (IH. s) . 

8. 15(lH,d. J=8Hz) 

mmmsG (d - (?) 

^mm2 5 (1) tmm\zLx wt^tis 1 3) ~ ({b^tis 1 9) ^r-^^b/c, 

USS^^J 3 6(1) 

4- (1- (3->'^5";u75 y-2-/5^;i/^>y*'i';w -2-7^5";u-5- 
(2-x;u7 7^:^>'u>'x-;u) >h-;i/- 3--r;u7.;u7t^::i;p) 7x-;i/;e- 

+ '>M (^b^«l^3 1 3) 

14^ : 

MA: 1 5 0- 1 5 3t: 

'H-NMR (DMSO-de) <5 : 2. 18(3H, s) , 2. 57(3H. s), 2. 70(6H. s), 4. 79(2H, s). 
7. 02-7. 08 (2H, m) . 7. 1 5-7. 26 (3H. m) , 7. 31-7. 37 (2H. m) , 7. 42 (IH, d. J=8Hz) , 
7. 58-7. 67 (2H, m) , 7. 96 (2H, d. J=8Hz) . 8. 07 (IH, d, J=8Hz) , 8. 09 (IH. s) 

mmmsd (2) 

2- (1- (3-vp<^>'U75y-2-p<^;i/^>7-f;U) -2-^^;i/-5- 

129 

Patent provided by Sughrue Mion, PLLC - http://www.sughrue.com 



wo 01/32621 PCT/JPOO/07590 

^yv)\/ ak'&ifes 1 4) 

mfk: 1 1 7 - 1 2 Ot: 

'H-NMR (CDCI3) 5 : 2.33(3H,s),2.68(3H,s),2.84(6H,s),4.70(lH,brs). 
5. 39 (2H. s) . 7. 1 1 (IH. d. J=8Hz) . 7. 16 (IH, d. J=7Hz) , 7. 21-7. 25 (2H. m) . 
7. 30-7. 40 (5H, m) , 7. 43-7. 46 (2H, m) , 7. 46-7. 5 1 (2H, m) , 7. 55-7. 60 (IH, m) , 
7. 90 (IH. dd, J=8Hz. J=2Hz) . 8. 1 6 (IH. d. J=8Hz) . 8. 19 (IH. s) , 
8.63(lH.dd, J=4Hz. J=2Hz) 
Mfy3 6 (3) 

6- (1- (3-v^^;i'75y-2-^^;i/^>7-i';u) -2-pt5";i/-5- 
^>'j)i (it-^ms 15) 

Sl!,^ : 1 0 6 - 1 0 9 1: 

'H-NMR (CDCI3) 6 : 2.37(3H,s),2.72(3H.s).2.91(6H.s),4.87(2H,brs). 

5. 40 (2H. s) , 7. 06 (IH, d, J=8Hz) . 7. 17 (IH, d. J=7Hz) , 

7. 22 (IH. dd. J=8Hz. J=2Hz) . 7. 30-7. 42 (8H. m) . 7. 52 (IH. dl. J=8Hz. J=2Hz) . 

7. 59 (IH, d I, J=8Hz, J=2Hz) , 8. 18(1H. d. J=7Hz) , 8. 28 (IH, d, J=8Hz) , 

8. 35 (IH, d. J=2Hz) , 8. 55 (IH, dd. J=8Hz. J=3Hz) . 9. 21 (IH. d. J=3Hz) 

mmmse (4) 

4- (1- (3-vp^^;u7ay-2-^5^;i/^>y-r;u) -2-/^;u-5- 
(2-7.;i/7 7t'i'>'i/7x-;i/) ^ >\i-)i- 3-^ Jix}\^t^:i)i) 

>vJl' (it^<^3 1 6) 
Sfi.-^ : 1 1 7 - 1 2 0 1: 
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'H-NMR (CDCij) 6 : 2. 29 (3H, s) . 2. 69(3H, s), 2. 74(6H, s) , 4. 29(2H, s) , 
5. 37 (2H, s) . 7. 01 (IH, d. J=7Hz) . 7. 09 (IH. d. J=9Hz) , 7. 20-7. 27 (IH. m) . 
7. 31 (IH, d. J=7Hz) . 7. 32-7. 42 (7H, m) , 7. 50-7. 56 (IH. m) , 7. 58-7. 62 (IH. in) . 
8. 08 (2H, d. J=9Hz) . 8. 1 4-8. 26 (3H. m) , 8. 27 (1 H, d. J= IHz) 

mmmse (5) 

t:u v;i/7.ji/7Jn-jw -5- (2-7.;i/77^-r;i^7xn;u) ^>h-;u iit-^ 
tj3 1 7) 

M}^: 1 2 2- 1 2 5'C 

'H-NMR (CDCI3) d : 2.28 (3H,s). 2.76 (3H.S), 2.96 (6H.S). 5.09 (2H.brs). 
6. 96 (IH. s) . 7. 01 (IH. d. J=9Hz) ,7.21 (2H. d. J=8Hz) . 7. 32 (IH. d. I=8Hz) . 
7. 37 (IH. d. J=8Hz) . 7. 46-7. 52 (2H, m) , 7. 54-7. 60 (IH, m) , 7. 91-7. 99 (IH. m) , 
8. 18(1H. d, J=8Hz) , 8. 22 (IH, d. J=8Hz) , 8. 40 (IH, s) , 8. 64 (IH, d, J=2Hz) 

mmmse (6) 

-fcf'j -5- (2 -T.Ayy'e-ovy 3^:^)1) -r>H-JU (it 

^tl3 18) 

'H-NMR (CDCI3) 6 : 2.41 (3H,s), 2.63 (3H.S), 4.11 (4H,s), 5.09 (2H,s), 

6. 96 (1 H, d, J=9Hz) . 7. 04 (1 H, d. J=7Hz) ,7.1 0-7. 1 7 ( (2H, m) . 7. 1 7-7. 30 (1 IH. in) . 

7. 33 (IH, d. J=7Hz) . 7. 43-7. 52 (2H, m) . 7. 58 (IH. dd. J=7Hz. J=lHz) . 7. 90-7. 97 (IH. 

m) , 8. 14-8. 21 (2H, ra) . 8. 40 (IH, d, J=lHz) , 8. 63 (IH, d, J=5Hz) 

^mmSQ (7) 

1- i5-z^^^)\^7S.y-2-^h^->^>'MM -2-^'^)V-3- (2 

-eu v;i/x;u3i^-;i') -5- (2-7.)iyT'E-i -r>H-;u (it 
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-&tl3 1 9) 
gJl..^^: i 84- 1 8 7t: 

'H-NMR (CDCI3) 6 : 2.76(3H.s).2.94(6H,s),3.30(3H.s),5. ll(2H,s). 
6. 83 (IH, d, J=9Hz) . 6. 94-7. 00 (2H, in) . 7. 1 6 (2H. dd. J=9Hz, 8Hz) , 
7. 38 (IH, d, J=8Hz) . 7. 44-7. 52 (2H, m) , 7. 55-7. 60 (IH. m) . 7. 95 (IH, t, J=8Hz) , 
8. 18(1H. d. J=8Hz) . 8. 22 (IH. d. J=8Hz), 8. 40 (IH, s), 8. 64 (IH, d, J=5Hz) 

mmms 7 (d - (5) 
mmmsi (1) 

(fb^«^3 2 0) 
: 

m^: 2 4 0"C (d e c. ) 

'H-NMR (DMSO-dfi) 6 : 2. 1 7 (3H, s) , 2. 57 (3H. s) , 2. 66 (6H, s) , 
7. 06(1H, d, J=4Hz) , 7. 1 5 (IH, s) , 7. 17 (IH, d, I=8Hz) , 7. 28(2H, d. J=7Hz) , 
7. 31-7. 40 (2H, m) , 7. 53-7. 62 (2H. m) , 7. 74 (IH. dd. J=6Hz. 5Hz) , 7. 97 (IH, s) , 
8. 03(1H. d. J=8Hz) , 8. 15 (IH. d. J=8Hz) . 8. 69 (IH. dd. J=4Hz, 2Hz) 

mmmsi (2) 

6- (1- {Z-'y^=f-)V7^y -2-^^)V'<>'/^ )\^) -2-^^)1-5- 

(it^ms 2 1) 

Mj^.: 1 6 8 - 1 7 2t: 
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'H-NMR(DMSO-dB) (5 : 2. 19(3H, s) , 2. 62 (3H, s) , 2. 68(6H, s) , 
7. 09 (IH. d, J=9Hz) , 7. 1 4-7. 20 (3H. m) . 7. 24 (IH, d, J=9Hz) , 7. 30-7. 38 (2H, m) , 
7. 41 ((IH, d. J=8Hz) , 7. 58-7. 66 (2H, m) . 8. 02 (IH, s) , 8. 05 (IH. d. J=9Hz) , 
8. 34(1H, d. J=8Hz) . 8. 51 (IH. dd. J=8Hz. J=2Hz) , 9. 10(IH. s) 
mmmS 7 (3) 

4- (1- (3-v^5";i/7ay-2-^5^>'U^>7i';W -2-pt5^;i/-5- 
iit^mS 2 2) 

tt« : i^nmm 

mj^: 1 6 2- 1 6 5'C 

'H-NMR (CDCI3) 6 : 2. 29 (3H. s) . 2. 70 (3H. s) . 2. 73 (6H. s) . 4. 43 (2H. brs) . 
7. 00 (IH. d. J=8Hz) , 7. 1 1 (IH, d, J=9Hz) , 7. 20-7. 28 (2H. m) . 7. 29 (IH, d. J=8Hz) . 
7. 36 (IH. d. J=7Hz) . 7. 53 (IH, t, J=8Hz) . 7. 62 (IH. t, I=8Hz) . 8. 1 2 (2H. d. J=8Hz) . 
8. 15-8.21(3H,in),8.29(lH,s) 

mmms i (4) 

2- (5- (2-T-fe^;U7x:i;U) -1- (3-v;<^;l/75/-2-;<5=-;U 
3 2 3) 

tt« : 'm.m-^ 

MM.: 1 2 9- 1 3 2t: 

'H-NMR (DMSO-dj) 5 : 2. 03(3H. s). 2. 15(3H. s) . 2. 56(3H. s) . 2. 65(6H, s), 
7. 08-7. 1 7 (3H, m) , 7. 31-7. 40 (3H, m) , 7. 48-7. 50 (IH. m) . 7. 55-7. 61 (2H, m) , 
7. 61-7. 67 (IH. m) . 7. 67-7. 78 (3H, m) . 8. 08(IH. d, J=8Hz) 

mmmz? (s) 

2- (1- (3-v^^;t'7^y-2-^^;L'^>^/-r;p) -2-/5^;u-5- 
(2 -/^;i/X;i/5iNr.;i/7xi:;i/) -(> 3 jl7.Jlt^=^M ^MMM 
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M: 1 5 4-1 SS-C 

'H-NMR (DMSO-de) 5 : 2. 1 5 (3H, m) , 2. 55 (3H, s) , 2. 64 (3H, s) , 2. 7 1 (3H. s) , 

7. 1 2 (IH, d, J=9Hz) , 7. 1 7(1H, d, J=7Hz) , 7. 22 (IH. d, J=10Hz) . 

7. 30-7. 40 (3H, m) , 7. 60-7. 78 (5H, m) . 7. 87 (IH. s) , 8. 1 0 (2H, I , J=8Hz) 

eu>^;ux;i/7}^:^;i/) -5- (2-x;u7T^:-r;i/7xnju) 'f>K-;i^ 

tl3 2 5) 

i_ (3-v?/^^>v;J^75y-2-7^5^;^'^>y^>'^) - 2 3 - 
(2-eui/;i'X;i/7i^r:;u) -5- (2 -x;i/>'7^'f ;U7xr:;i') <>H-;u 

9 Omg^/^ y-;l/6m 1 . mm:L^JV4m 1 {C?§fi?b7K^{l:/N°^>''^A^> 
;<j-7}?>9 0mg^fiPA7|c^|^ffl^TMT'15B#ffel SCCTl B^^U^Co 

X^;U=3 : 1) (C#L±IB{b-&tl^l 5mg#fc, 

1 48- 1 5 2t: 
'H-NMR (CDCI3) 6 : 2. 18(3H,s),2.72(3H.s),4. 17(lH,brs). 
4. 40 (2H, d, J=5Hz) ,5.10 (2H, s) . 6. 70 (IH, d. J=8Hz) , 6. 84 (IH, d. J=8Hz) 
7. 1 2-7. 18 (2H, m) , 7. 22 (IH. dd. J=9Hz. J=2Hz) . 7. 30-7. 35 (IH, m) . 
7. 35-7. 40 (5H, m) . 7. 45-7. 54 (2H, m) , 7. 54-7. 60(1H, m) , 7. 91-7. 96 (IH. m) , 
8. 20 (2H, dd, J=9Hz, J=8Hz) , 8. 42 (IH, s) , 8. 66 (IH, d, J=5Hz) 

mmmss (2) 

mmmss (d tmm^zvx. &rf(D ({k-&ti3 2 6) ^^f$.Lrzo 

1_ (3-7^y-2->^;U^>y<;i^) -2-/5";U-3- (2-t:iJv>'U 
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x;i/5i-N-;u) -5 - (2 -xjU7 7^:-i'>'U7xii;u) -f>H-;u (it'a 

m 2 6) 

m.^: 1 3 9 - 1 4 3r 

'H-NMR (CDCI3) 6 : 2.17 (3H,s), 2.72 (3H.s), 5.12 (2H.S), 6.76 (lH,d.I=8Hz). 

6. 92(lH,d, J=8Hz), 7. 10(IH, I, J=8Hz), 7. 16(lH,d, J=9Hz). 

7. 21 (IH, dd, J=8Hz. J=2Hz) , 7. 37 (IH, dd. J=8Hz, IHz) . 7. 45-7. 51 (2H, m) , 

7. 56-7. 60 (IH. m) , 7. 95 (IH, dt, J=8Hz, J=2Hz) , 8. 14-8. 21 (2H, m) . 8. 42 (IH, s) , 

8.65(lH,d, J=4Hz) 

mmm a 9 

2- (1- i3-z^:^^)V7S.J-2-/^^)l^>'M)\^) -2-^^)1-5- 

(2-^5^;i/x;u^}^n;u7xn;i/) -r>H-ji/-3— tjuxjI/jJ^:!;!/) ^m#i? 

(it^m3 2 7) 

2- (1- (3-i^:^^)l7S.y-2-;f^$')V^>'M)[^) -2-^5";U-5- 

(2-/5^;W9^:^-7x:i;i/) -f >h'-;u- 3-'f;i^x;U3^-;i/) ^^mm^>z^ 

;U0. 2 5 g^i^{b^5^l/>4m 1 Mj^L, mCPBAO. 3 6 g i^: JP^^MT 2 
C^n-^h^^y^- ('\^1i-> : WX^>iL'=3 : 1) tC{tL±IB<b-&tl^ 8 4 

tt^^ : n^mm 

gS,^. : 1 0 6 - 1 1 Ot: 

'H-NMR (CDCI3) 6 : 2.29 (3H,s), 2.58 (3H,s), 2.60 (3H,s), 2.72 (6H,s), 
5. 23 (2H, s) , 7. 03 (IH, d, J=8Hz) , 7. 1 1 (IH, d, I=9Hz) . 7. 20-7. 38 (9H. m) , 

7. 52-7. 65 (5H, m) , 8. 04 (IH, s) , 8. 1 2 (IH. d. J=5Hz) , 8. 21 (IH, d, J=7Hz) 

mmm4o (i) - (3) 
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mmm2 9 (d tmuizLx. uto ak^ti3 2 8) - at^tisao) ^ 
mmm4o (1) 

mj^: 8 4-8 6*0 

'H-NMR (CDCI3) 5 : 2.94(6H,s),4.01(3H.s),6.91-6.98(2H,in), 
7.54(lH,d, J=4Hz) 

nmm4o (2) 

5-i^^'^)i7^y -2-^ 5";ugmM at;^^ 329) 
a^: 12 9- 13 at: 

'H-NMR (DMSO-de) 6 : 2. 38(3H, s) , 2. 87 (6H, s) , 6. 84(1H. dd, J=8Hz, J=3Hz) , 
7.09(lH.d.J=8Hz),7. 14(IH. d, J=3Hz) 

mmm4o (3) 

3 - > vJU7 i / - 2 - / "^Jl^MMm «b-&tl 3 3 0) 

'H-NMR (DMSO-dj) a : 2. 58(3H, s) . 4. 06(4H, s), 7. 09(1H. I, J=8Hz), 
7. i7-7. 22 (3H, m) , 7. 22-7. 30 (8H, m) , 7. 37 (IH, d, J=8Hz) 

mmm4 id) - (2) 

mmmie (i) tmmizLx. ot© at^^^ssi) ~ ab^«^3 3 2) 

^J6^J4 1 (1) 

2- (5-^D:E-2-^5";K>K-;u-3--i';p;^;i/5fc-;i/) 
;i/xxx;i/ ({t:^ti3 3 1) 
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gll,.^ : 1 8 5 - 1 8 6. 5V 

'H-NMR (DMSO-dj) 6 : 2. 67(3H, s), 3.81(3H,s), 7. 32(1H. dd. J=8Hz, J=2Hz). 
7. 39 (IH, d, J=8Hz) , 7. 58 (IH, dd, J=8Hz. J=2Hz) , 7. 65-7. 72 (2H, m) , 
7. 85 (IH, d. J=2Hz) , 7. 90 (IH. dd, J=8Hz. J=2Hz) , 1 2. 44(1H, brs) 

mmm4: i (2) 

i? t e r t ({k^tl3 3 2) 

iS,^.: 2 7 St: (d e c. ) 

'H-NMR (DMSO-dj) 6:1.57 (9H, s) . 2. 63 (3H. s) . 7. 28-7. 32 (IH, m) , 
7. 37 (IH, d, J=8Hz) , 7. 53 (IH. d, I=7Hz) , 7. 61-7. 69 (2H. m) , 7. 82-7. 86 (2H, m) 
mMm4 2 (1) - (3) 

mmMlS (1) tmm^ZLX. OT® «b^«i/3 3 3) - ({b^2^3 3 5) Sr 
llffi««J4 2(1) 

2- (5-:/D^:-i- (3->^^>v;u7^y-2-;<^;u^>v-r>'i/) -2 
> h*-;u- 3 )\^7.M=-)V) ^m#m^>v>'U ({k^«^3 3 3) 

'H-NMR (CDCI3) <5 :2. 35 (3H, s), 2. 48 (3H, s) , 4. 08 (4H, s) , 5. 27 (2H, s) , 

6. 77 (IH, d, J=9Hz) , 6. 98 (IH. d, J=7Hz) , 7. 1 0-7. 1 6 (2H, m) , 7. 1 6-7. 30 (1 IH, m) , 

7. 30-7. 40 (5H, m) , 7. 52-7. 60 (3H, m) , 8. 02-8. 10 (IH, m) , 8. 14 (IH, d, J=3Hz) 

mmm4 2 (2) 

2- {5--:fo^-l- (S-z^;^^)l73.y -z-^'^jv^yV^M -2- 

> 3 --Tjuxju*^;!/) t e r t -y^jp (ib-& 

3 3 4) 
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'H-NMR(CDCl3) 6:1. 60 (9H. s) , 2. 24 (3H, s) . 2. 58(3H, s) , 2. 71 (6H, s) . 

6. 92-7. 00 (2H, m) . 7. 20-7. 28 (3H. m) , 7. 52-7. 60 (3H, m) , 8. 02 (IH. d, J=8Hz) . 

8. 14(lH.(l.J=2Hz) 

2- (5_yp:e-i_ (3->^p^^;i/T^/-2-^5";u'^>y-r;u) -2- 
ti 3 3 5) 

'H-NMR (CDClj) d : 2. 24(3H, s). 2. 55 (3H, s) . 2. 70(6H, s) , 3. 85(3H, s) , 
6. 94 (IH, d, J=9Hz) , 6. 98 (IH. dd. J=7Hz, J=2Hz. ) . 7. 21-7. 28 (3H, m) , 
7. 57-7. 64 (3H, m) . 8. 07 (IH. dd, J=7Hz, J=3Hz) . 8. 1 7 (IH, d, J=7Hz) 

4 3 ( 1 ) - ( 5 ) 

mmm22 (d tmm\zLx. rt© «b^t»3 3 6) - «b^ti3 4o) ^ 
MMm 4 3(1) 

2- (5- (2-N- t e r t ->^^JUX;U7 7'^:-r>lU7x-;W -1- (3-v 

^>z^)i75. y - 2 -^^jU^^y-TJU) - 2 -p^^;k > H*-;!^- 3 --f ju;^ 

^MMm^>'J)l ({b^#)3 3 6) 

'H-NMR (CDC 1 j) 6 : 0. 92 (9H, s) . 2. 40 (3H, s) . 2. 48 (3H, s) . 3. 77 (1 H, s) , 
4. 1 1 (4H. s) . 5. 1 9 (2H, s) , 6. 96-7. 06 (2H, m) , 7. 06-7. 1 2 (2H, m) , 
7. 1 6-7. 30 (1 OH, id) , 7. 30-7. 38 (6H, m) , 7. 46-7. 60 (6H, m) , 8. 1 0 (IH, s) , 
8. 12-8. 21 (2H, m) 

mmm4 3 (2) 

2- (5- (3-7-b5^;L'7x:^;U) -1- ( 3 ->^p^5^;U7 = 7 - 2 - 
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{\t^m 3 3 7) 

'H-NMR (CDCI3) (5 : 2. 20 (3H. s) , 2. 64 (3H. s) . 2. 65 (3H, s) . 2. 73 (6H. s) . 5. 29 (2H, s) , 
7. 03 (IH, d, J=7Hz) , 7. 1 3 (IH, d, J=9Hz) . 7. 20-7. 34 (5H. m) , 7. 34-7. 40(3H, m) , 
7. 51 (IH, d. J=8Hz) , 7. 56-7. 62 (3H. m) . 7. 78 (IH. d. J=9Hz) . 7. 91 (IH. d. J=8Hz) 
«0ij4 3 (3) 

2- (5- (2-N- t e r t -7'5^;i/X;i/7 r^-f^l^^x-;!/) -1- (3- 

;1/7|n-;|/) (^b-&ti3 a 8) 

ai,.^: 1 5 2 - 1 5 4'C 

'H-NMR (CDCI3) 6 : 0. 94 (9H, s) , 2. 27 (3H. s) , 2. 55 (3H. s) , 2. 72 (6H, s) , 3. 76 (IH, s) , 
5. 23 (2H. s) . 6. 99 (IH. d, J=8Hz) . 7. 1 3 (IH, d, J=9Hz) . 7. 22 (IH. t . J=8Hz) , 
7. 27-7. 39 (8H, m) , 7. 48 (IH, I. I=8Hz) , 7. 50-7. 61 (4H. m) , 8. 1 2 (IH. s) , 

8. 13-8. 20 (2H, m) 

mmm43 (4) 

2- (5- (3-7-t^)lyx.=L)V) -1- (3->*p^5^;i'75y-2-p^^;U 

^>y-r;i/) -2 -^^;i/-r>H-;u-3-<;L'X;W/^-;p) ^E#i?t e r t 
({b^#i3 3 9) 

'H-NMR (CDC 1 3) 6 : 1 . 58 (9H. s) , 2. 29 (3H. s) , 2. 66 (3H, s) , 2. 67 (3H, s) , 2. 73 (6H, s) , 
7. 05 (IH, d. J=8Hz) . 7. 1 5 (IH. d. J=9Hz) . 7. 20-7. 30 (IH. m) . 7. 39 (IH, d. J=8Hz) . 
7. 52 (IH, t, J=8Hz) , 7. 53-7. 60(4H. m) . 7. 79 (IH, d. J=8Hz) . 7. 92 (IH, d, J=8Hz) , 
8.04-8.09(lH,in),8. i2(IH,s),8. 18(lH,s) 

mmmA: 3(5) 
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2- (5- (2-7-t5"^7x:i;i/) -1- ( 3 ->^/?-;U75 / - 2 

xr;u ab^ti3 4 0) 

'H-NMR (CDCI3) 5 : 1. 90(3H, s), 2. 29(3H, s), 2. 63(3H, s) . 2. 69(6H. s), 

3. 84 (3H, s) , 7. 05 (IH, dd, J=8Hz, J=lHz) . 7. 08 (IH, d, J=lHz, ) , 7. 23-7. 29 (2H, m) , 

7. 37-7. 43 (2H, m) , 7. 48-7. 68(6H, m) . 7. 97 (IH, s) , 8. 12 (IH. dd, J=8Hz, J=2Hz) 

mmm4 4 (d - (i 4) 
m:mm4 4 (d 

2- (1- (2. 6->?7^^Jl/^>y-f;i/) -2-p^^;P-5- (2-7.;i/77 
3 4 1) 

'H-NMR (CDC 1 3) 5:2.12 (6H. s) , 2. 45 (3H, s) . 4. 61 (2H, s) . 5. 05 (2H, s) . 
7. 09-7. 14 (2H, Di) . 7. 28-7. 36 (8H, m) . 7. 49-7. 67 (6H, m) , 8. 11-8. 24 (3H, m) 

mmm4 4 (2) 

2- (1- (2. 4-~y^h^iy^>V-()U) -2-^^)\^-5- (2-X;i/7 

7^:-f;i/7x-;u) <>K-;u-3-'f;u7»)U*-;i^) ^m#^^>v^P (^b-& 

tl3 4 2) 

'H-NMR (CDC I3) d : 2. 60 (3H. s) . 3. 45 (3H. s) . 4. 50 (2H. s) . 5. 1 0 (2H. s) , 

6. 89 (3H. s) , 6. 40 (1 H, d, J=2Hz) , 6. 56-6. 60 (1 H, m) . 7. 1 2 (1 H, d. I=9Hz) , 

7. 20-7. 36 (7H, m) . 7. 45-7. 62 (6H, m) , 8. 08 (IH, s) , 8. 1 5 (2H. d, J=7IIz) 

mmm4 4 (3) 
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2- (1- (2-^>-J)U^>V^)l) -2-^^)V-^- (2-X;i/77t< 
tl 3 4 3) 
M : 1 0 7 - 1 0 g-C 

'H-NMR (CDC 1 3) 5 : 2 . 1 5 (3H, s) , 4. 1 0 (2H, s) . 4. 58 (2H. s) , 5. 03 (2H. s) , 
6. 94 (IH, d. J=9Hz) , 7. 02 (2H. d, J=7Hz) , 7. 06-7. 1 8 (3H, m) , 7. 2 1 (IH, d, J=9Hz) , 
7. 26-7. 35 (7H, m) , 7. 39 (IH. d, J=8Hz) . 7. 48-7. 66 (7H, m) , 8. 1 1 (IH, s) , 
8. 13-8.20(2H,in) 
ll*S«»J4 4 (4) 

2- (1- (6-v^^;i/75y-D5^y-r;u) -2->^5^>iu-5-(2-x;i' 

T-;!' (fb'&tiS 4 4) 

'H-NMR (CDCI3) 6 : 2.69 (3H,s), 3.21 (6H.S), 4.57 (2H,brs), 5.08 (2H,s), 
6. 48 (IH. d, J=8Hz) , 7. 17 (IH, d. J=8Hz) . 7. 26-7. 41 (9H, m) , 7. 47-7. 65 (3H, m) , 
7. 76 (IH, dd, J=8Hz, J=3Hz) . 8. 10 (IH, d, J=2Hz) . 8. 15 (IH, d, J=8Hz) , 
8. 19(lH,d, J=8Hz),8.51(lH,d, j=2Hz) 
M#iJ4 4 (5) 

2- (1- (2-7P-r;U) - 2-^^)V-b- (2 -7.;i/7 7^'f ;i/7x 
^tl 3 4 5) 

'H-NMR (CDCI3) (5 : 2. 58 (3H, s) . 4. 59 (2H. s) , 5. 07 (2H, s) , 6. 66 (IH, d, J=2Hz) , 
7. 1 9 (IH, d, J=8Hz) , 7. 26-7. 38 (8H, m) , 7. 49-7. 68 (6H, m) , 8. 1 1 (IH. d. J=2Hz) , 
8. 17(1H, dd, J=8Hz. J=2Hz) , 8. 21 (IH, dd. J=8Hz, J=2Hz) 
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||J}S«^J4 4 (6) 

2- (2-^5^;U-l- (1 -^5'JHfO-;i^-2-;^7;i/4^'-JW) -5- (2- 

xxt;u (ib^i^s 4 6) 

'H-NMR (CDCI3) 6 : 2.60 (3H,s). 4.07 (3H,s), 4.54 (2H,s). 5.07 (2H.S), 
6. 15(1H. dd. J=4Hz, J=2Hz, ) . 6. 58(1H. dd, J=4Hz, J=2Hz) , 7. 08 (IH. s) , 

7. 25- 7. 35 (8H. m) . 7. 48-7. 63 (5H, m) , 8. 07 (IH. s) . 8. 14 (2H, dd, J=8Hz, J=2Hz) . 
8.20(1H, dd, J=7Hz, I=2Hz) 

mmm4 4 (?) 

2- (2-/5^;u-i- {i-:^^)l^>\^-)V-2-ti)lt-:z)\,) -5- (2 
;i/X7>x;u at^tis 4 7) 

: M6T^JU7 77. 
'H-NMR (CDClj) 6 : 2. 60(3H. s), 4. 15(3H, s) , 4. 57(2H, s) . 5. 09(2H, s), 
6. 97 (IH, s) , 7. 20 (IH, dd, J=5Hz, J=2Hz) , 7. 27-7. 36 (8H, m) , 7. 46-7. 66 (8H, m) , 
8. 1 1 (IH, d, I=2Hz) . 8. 1 7 (IH, dd. J=8Hz. J=2Hz) . 8. 24 (IH, dd, J=8Hz, J=2Hz) 

nmm4 4 (s) 

2- (1- (4-y)itu^y^/^)i) -2-)^'^)U-5- (2-x;u77^^ 
^ti 3 4 8 ) 

'H-NMR (CDCI3) (5 : 2.54 (3H,s), 4.65 (2H,brs), 5.06 (2H,s), 

7. 05(1H, d. J=8Hz) , 7. 17 (IH, dd. J=8Hz, J=2Hz). 7. 18(1H. dd, J=6Hz. J=2Hz), 

7. 26- 7. 34 (6H, m) . 7. 49-7. 67 (6H, m) , 7. 78 (2H, dd, J=8Hz, J=2Hz) , 8. 20 (2H, m) , 
8.26(lH,dd, J=2Hz, J=8Hz) 
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^mm4:4 (9) 

2- (2 -P<5^;i/- 5 - (2 -7>;U7 7^:-r JU^xrijU) -i-(2-x/-r 
tl3 4 9) 

'H-NMR (CDCI3) 5 : 2.60 (3H,s), 4.63 (2H.S). 5.08 (2H,s). 
7. 13 (IH. dd, J=5Hz. J=4Hz) . 7. 26-7. 34 (8H, m) . 7. 49-7. 65 (6H, m) , 
7. 87 (IH. d, J=5Hz). 8. 1 1 (IH. d. J=2Hz) . 8. 15(1H, dd, J=8Hz, J=2Hz), 
8.22(lH,dd,J=8Hz. J=2Hz) 
Mmm4 4 (10) 

2- (2-^^;i/-l- (2-^5^;U-3-7P-rjU) -5- (2-7.;U77^: 
it^^S 5 0) 

ttt^ : nm^m^m 

'H-NMR (CDClj) 5 : 2. 50(3H, s) . 2. 62 (3H. s). 4. 61(2H. brs) , 5. 08(2H. s), 
6. 33 (IH, d, J=2Hz) , 7. 23-7. 37 (9H. m) . 7. 45-7. 70 (5H, m) , 8. 08 (IH. d, J=2Hz) . 
8. 13 (IH, dd, J=7Hz, J=2Hz) ,8.21 (IH. dd. J=7Hz, J=2Hz) 

mmm4 4 (id 

2- (2-^^)1-1- {2-^^)V^y'/^M -5- (2-X;U7T^:^ 

;u (it^^s 5 1) 

'H-NMR (CDCI3) (5 : 2.40 (3H,s), 2.50 (3H,s). 4.59 (2H,s), 5.05 (2H.s). 
7. 02 (IH, d, J=9. OHz) , 7. 1 8-7. 33 (8H. m) . 7. 45-7. 64 (7H. m) , 8. 16 (2H, m) , 
8.23(lH,d. J=8Hz) 

mmm4 4 a 2) 
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2- (1- is-^^nn-z-^^Jl'OV^M - 2-;<5^;i/- 5 - (2-x 
({t^tia 5 2) 

m^: 9 2-9 4X: 

'H-NMR (CDCI3) 6:2.41(3H,s).2.48(3H,s),4.82(2H,s),5.22(2H,s). 

7. 1 8-7. 38 (1 OH. m) , 7. 48-7. 85 (6H. m) , 8. 1 6 (IH, d, J =8Hz) . 8. 23 (IH, d, J=4Hz) , 

8.24(lH,d, J=3Hz) 

mmm4: 4(13) 

3 5 3 ) 

'H-NMR (CDCI3) 6:2.62(3H.s).3.92(3H,s),4.62(2H.s).5.24(2H,s), 
6. 95 (2H. d. J=8Hz) .7.11 (IH. d, J=2Hz) . 7. 30-7. 75 (1 4H. m) . 8. 13 (IH. d. J=2Hz) , 
8. 16(lH,d, J=9Hz).8.21(lH.d.J=5Hz) 
mmm4 4(14) 

2- Cl- (2. 3-z^;^^}V^>'M)\^) -2-^5^;i/-5- (2-7.)UyT 

^:<;u7xn;i/) -r>K-;i'-3— r;u7.;uj}>-;w ^mSK^>>'>'i'X7.x;u 

({b^#l3 5 4) 

'H-NMR (CDCI3) 6 : 2.28 (3H.S). 2.37 (3H.s). 2.49 (3H.s). 4.58 (2H.brs). 
5. 04 (2H. s) . 7. 06-7. 1 6 (3H, m) . 7. 24-7. 34 (7H, m) . 7. 38 (IH. d, J=8Hz) . 
7. 52 (I H, dd. I=8Hz, J=2Hz) . 7. 56-7. 65 (4H, m) , 8. 1 3 (IH. d. J=2Hz) . 
8. 15(1H. dd. J=7Hz. J=2Hz). 8. 22(1H. dd. J=7Hz, I=2Hz) 
mMm4 5 (1) - (2) 
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mmm 45(1) 

2- (1- (z->^^>i^)i73^y-2-^^)i^y'/-i)V) -2-^5=-;i/-5 

^>i^)l (it'^ms 5 5) 

'H-NMR (CDCI3) 5 : 2. 38 (3H. s) , 2. 42 (3H, s) . 4. 08 (4H. s) , 4. 58 (2H, s) , 5. 03 (2H, s) . 
6.96 (2H, t , J =9Hz) ,7.11 (2H. t , J=8Hz) ,7.1 3-7. 33 (1 6H. m) , 7. 46-7. 67 (6H. m) , 
8. 1 1 (IH, s) , 8. 1 6 (IH. d, J=6Hz) . 8. 21 (IH. d. J=6Hz) 
^mm4 5 (2) 

2- (5- (3-7-fe5^;i/7x-;U) -1~ ( 3 -v'^^^Jl/TS y - 2 - 

^y'/^)i) -2-p^^;K>H-;u-3-<;i/x;i/3j^:^;i/) ^E#i? iit^i^ 

3 5 6) 
m.^: 1 2 1-1 2 4*C 

'H-NMR (CDCl 3) 6 : 2. 35 (3H. s) . 2. 47 (3H. s) . 2. 65 (3H, s) . 3. 07 (6H. s) , 
7. 40-7. 54 (5H, m) . 7. 63-7. 71 (3H, m) , 7. 75-7. 80 (IH, m) , 7. 85-7. 92 (3H, m) , 
8.06(IH.s),8.48(lH.d. J=8Hz) 
^mm4 6 (1) - (15) 

mmm27 (d tmm\zbx. uro (^^^^1^3 57) - ({b^«^3 7i) 
mmm4 6 (d 

2- (1- (3-7Sy-2-^5";U^>y<;i/) -2-;<5";U-5- (2-7. 
3 5 7) 
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il!.^: 1 7 4- 1 7 7"C 

'H-NMR (DMSO-de) 6:2.10 (3H, s) , 2. 56 (3H, s) . 6. 99-7. 04 (1 H. m) , 

7. 04-7. 1 2 (2H. m) , 7. 1 8 (2H, s) , 7. 25 (2H. d, J=7Hz) , 7. 54-7. 68 (3H, m) , 

7. 68-7. 76 (1 H, m) , 7. 88 (IH, s) , 8. 05 (IH, d, J=8Hz) , 8. 1 3 (IH. d, J=8Hz) 

mmm46 (2) 

2- (1- (2, -2-^^;U-5- (2-X;i'77 

^-f;u7x:i;u) > 3 --r;ux;u>l^^;u) ^m^i?(fb^'^3 5 8) 

M}^: 1 5 6-1 5 Qt: 

'H-NMR (CDC Is) 6:2.15 (6H, s) . 2. 29 (3H, s) . 5. 41 (2H, s) . 7. 06-7. 1 3 (4H. m) , 
7. 30-7. 35 (2H, m) , 7. 53 (IH, t , J=8Hz) . 7. 56-7. 70 (4H, m) , 8. 1 6 (IH, d, J=8Hz) . 
8.36(lH,d,]=7Hz),8.41(lH. s) 
lii!iS^J4 6 (3) 

2- (5- (2-N-t e r t - Jl^^x-JW -1- (3- 
;|.;J>-;i.) ^mm. 5 9) 

iijyi : m^m^ 

m.^: 14 0-1 4 St: 

'H-NMR (CDCl 3) 6:1.01 (9H, s) , 2. 20 (3H. s) . 2. 35 (3H, s) , 2. 67 (6H. s) . 5. 70 (IH, s) . 
7. 00 (IH, d, J=8Hz) , 7. 06 (IH, d, J=8Hz) , 7. 1 5-7. 30 (4H, m) , 7. 50 (IH, t . J=7Hz) , 
7. 52-7. 60 (2H, m) , 7. 60-7. 65 (2H, m) , 8. 21 (IH, d, J=7Hz) , 8. 31 (IH, d, J=9Hz) , 
8.51(1H. s), 

mmm4& (4) 

2- (1- (3-v^?-;i/75y-2-;<5^;u^>^/-r;i/) -5- (3- (i- 
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^MMm iit^m 3 6 0) 

: nmm 

m,^: 1 3 5-1 3 St: 

'H-NMR (DMSO-de) 6:1.37 (3H, d, J=7Hz) .2.17 (3H, s) , 2. 57 (3H. s) , 2. 65 (6H, s) , 
4. 80 (IH. q. J=7Hz) . 7. 05-7. 14(2H, m) . 7. 30-7. 35 (IH, m) , 7. 35-7. 41 (2H, m) , 
7. 41-7. 50(2H,ni), 7. 53 (IH, s), 7. 67 (IH. s). 7. 70-7. 78(2H.Di). 8.01 (IH. s), 
8. 18-8.21(1H, in) 
.1186^^4 6 (5) 

2- (1- (2. A-i^^h^'y'O'/^ }l) - 2-^^)V-5 - (2-7. 

;u7 7^-f ;u7x:i;i/) > F->'U- 3 --r ;u7>;i/4^-;u) ^MMWt (it 

^#13 6 1) 

: M^m^ 

: 1 6 4 - 1 6 7t: 

'H-NMR (CDCI3) 6:2.41 (3H. s) , 3. 46 (3H. s) , 3. 88 (3H. s) . 5. 25 (3H, s) , 6. 39 (IH. s) . 

6. 60 (IH, d. J=9Hz) , 7. 10(1H, d, J=9Hz), 7. 23(1H, d. J=8Hz) , 7. 35(1H, d, I=8Hz) , 
7. 46-7. 54(1H. tn) , 7. 54-7. 70(5H. m) , 8. 14 (IH, d, J=9Hz) , 8. 35 (2H. s) 

mmm^e (6) 

2- (1- (2-^>i^)\^'^>V<)[^) -2-^^)V-5- (2-7.;U7 7*-r 
Jl.7x-;i/) >\^-Jl- 3 )U7.)Vt^=:)l) ^MMm ({b^«^3 6 2) 

ttt*c : m^mm 

im*: 1 4 5- 1 48'C 

'H-NMR (DMSO-dj) 6:2.27 (3H, s) . 4. 08 (2H, s) . 6. 90 (IH. d, J=9Hz) , 

7. 03 (2H, d, J=8Hz) . 7. 08-7. 1 2 (IH, i) , 7. 12-7. 20 (4H, m) . 7. 28 (IH, d, J=6Hz) . 

7. 42 (IH, t , J=8Hz) , 7. 48-7. 53 (2H. m) , 7. 58-7. 69 (4H. m) , 7. 75 (IH. t, J=7Hz) . 
7. 92 (IH, s) , 8. 05 (IH, d, J=7Hz) , 8. 1 1 (IH, d, J=7Hz) 

mmm4 6 (?) 
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2- (1- (6 ->^p^5^;U75y-D5"y^;i/) -2-)<^)\^-5-{2-7.)V 
tl 3 6 3) 

'H-NMR (DMSO-dfi) 5 : 2. 68 (3H, s) , 3. 07 (3H, s) , 3. 1 0 (3H. s) . 7. 06 (2H, s) , 

7. 23 (IH, dd. J=7Hz, J=2Hz) . 7. 31 (IH, d. J=7Hz) . 7. 39 (IH, d. J=8Hz) , 

7. 50-7. 65 (5H, m) . 7. 81 (IH, s) , 8. 05 (2H. dd, J=8Hz, J=6Hz) , 9. 33 (IH, brs) 

mmm4 6 (s) 

2- (1- (2-7D-r;u) -2->^^;u-5- (2-x;u7 7t^;u7x-;i/ 

iifi,^: 17 3- 17 St: 

'H-NMR (DMSO-dj) 6 : 2. 66(3H, s), 6. 93(1H, s). 7. 21-7. 31 (4H,in), 
7. 60-7. 74 (5H. m) , 7. 90 (IH. s) , 8. 06 (IH, d, J=7Hz) , 8. 1 7 (IH, d, J=7Hz) , 
8.26(lH,s) 

2- (2-;<5^;u-i- {l-^^)\,\f:n-)l-2-tiM~)V) -5- (2- 
3 6 5) 
m.^.: 1 7 0- 1 7 2t: 

'H-NMR (DMSO-de) 5 : 2. 42 (3H, s) , 4. 06 (3H, s) , 5. 25 (2H, brs) , 6. 1 7 (IH, s) . 

6. 60(1H, s), 7. 07 (IH, s), 7. 14(1H. d. J=8Hz) . 7. 32 (IH, d, J=9Hz), 

7. 36 (IH, d, J=8Hz) , 7. 51-7. 65 (5H, m) . 8. 1 5 (IH, d, J=8Hz) , 8. 33(1H, s) , 
8.35(IH,d, J=8Hz) 

mmm 4 6 ( i o ) 
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2- (2-/5^;u-i- (i-;<^;k>h->'U-2-;^3>iujK-;1/) -5 - (2 

3 6 6) 

: ^Ife^T^ 
1 7 8- 1 8 0X: 

'H-NMR (CDCI3) 6 : 2.45(3H.s).4. 14(3H,s).5.28(2H.brs),6.97(lH,s). 
7. 1 2 (m. dd, J=8Hz, J=2Hz) . 7. 20 (IH. dd, J=8Hz. J=6Hz) , 7. 33 (IH. d, J=8Hz) , 
7. 37 (IH, d. J=8Hz) . 7. 45-7. 53 (3H. m) , 7. 58-7. 69 (5H, m) . 8. 1 5 (IH, d. J=8Hz) , 
8. 37 (IH, dd, I=8Hz, J=2Hz) , 8. 39 (IH, s) 

mmm4 6(11) 

2- (1- {4-y)V^a^yv-i)V) -2-/5";i^-5- (2-x;i/77^:-r 
;i/7x::i;i/) >r>h*";u-3-'f;px;ui^::i;u) ^m#S? «t^<^367) 

a-^: 16 9-1 7 It: 

'H-NMR (CDCI3) 6 : 2.54 (3H,s), 4.68 (2H,brs). 5.07 (2H,s), 

7. 05 (IH, dd, J=7Hz, J=2Hz) , 7. 1 7 (IH, dd, I=8Hz, J=2Hz) , 

7. 19 (IH. dd, J=8Hz, J=2Hz) . 7. 25-7. 34 (7H, m) , 7. 49-7. 67 (5H. m) , 

7. 77 (IH. dd. J=8Hz. J=2Hz) , 7. 79 (IH. dd. J=8Hz, J=2Hz) , 8. 1 2 (IH, d, J=lHz) , 

8. 15(lH,dd, J=8Hz, ] = iHz), 8. 24(1H, dd, J=8Hz, ]=2Hz) 

mmm4 6(12) 

2- (2-p^^;l/-l- (.2-;f^^)V^y'M)V) -5- {2-7s)Vy7'E-()l 

7x-^) -r>F->'i'-3-^;ux;u*-;u) ^m#i? (it^tmses) 

: m^B^ 

: 1 6 3 - 1 6 6t: 
•H-NMR (CDC 1 3) 5 : 2. 40 (3H. s) . 2. 50 (3H, s) , 4. 56 (2H, s) , 7. 02 (IH, d. J=9. OHz) , 
7. 1 8-7. 33 (4H. m) . 7. 45-7. 64 (3H, m) , 8. 1 5 ( I H, dd, J=7Hz, . J=2Hz) , 
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8. 1 6(1H, dd. ]=7Hz, J=2Hz) , 8. 23 (IH, d. J=8Hz) 
mmm4 6(13) 

2- (2-:^^)l-l- (2-;^^)V-S-yo-(M -5- (2-X)iy7^ 
-f;i/7x-;i') ^ 3 )V7.)\^t-=^M ^MMB. ak-&ti3 6 9) 

tt^K : mm^ 

BUI* : 1 3 9 - 1 4 It: 

'H-NMR (CDCI3) 6 :2. 45 (3H. s) . 2. 52 (3H, s) , 4. 56 (2H, s) . 7. 02 (IH, d. J=9. OHz) . 
7. 1 8-7. 33 (5H, m) . 7. 45-7. 64 (4H, m) , 8. 15 (IH. dd. J=7Hz, J=2Hz) . 
8. 16 (IH, dd, J=7Hz, ]=2Hz) , 8. 23 (IH. d, J=8Hz) 
mMm4 6(14) 

2- (1- (3-^an-2-;f^^)V^>'M -2-^^;i/-5- (2-X 
tl 3 7 0) 

: mm^ 

m.^: 2 2 0-2 2 3t: 

'H-NMR (CDCI3) 6:2.41 (3H, s) , 2. 45 (3H, s) , 4. 82 (2H, s) . 7. 14-7. 34 (6H, m) , 
7. 50-7. 81 (5H. m) . 8. 16 (IH. d, J=8Hz) . 8. 23 (IH, d. J=4Hz) , 8. 24 (IH, d, I=3Hz) 
mmm4 6(15) 

2- Cl- (2, 3-'J>^^)U^>'M)i^) -2-^^)1-5- (2-X)Vy7 

)uy x.=.)i) <>H->ii/- 3 --r^i/T^d/T^^^w ^msi? (^b^ti3 7i) 

'H-NMR (CDCI3) 6 : 2.26(3H.s).2.35(6H,brs).5.26(2H,brs),7.08(2H.s). 
7. 1 6 (2H. q. J=8Hz) . 7. 34 (IH. d. J=8Hz) . 7. 38 (IH, d, J=7Hz) . 7. 52 (1 H, t. J=8Hz) , 
7. 57-7. 67 (4H. m) . 8. 1 5 (IH. d, J=7Hz) , 8. 34 (IH. dd, J=7Hz, J=4Hz) , 8. 39 (IH. s) 

aSi,^ : 1 4 7 - 1 4 9 *C 

mmm4 1 (d - (3) 
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mmm 4 7(1) 

2- (5-7p:&-2-^5";U'f >H-;i'-3-'r;i/5^^) ^EM^^^i^xx 
T-;i- ab^i^a 7 2) 

M : 1 8 0- 1 8 It: 

'H-NMR (CDCI3) 6 : 2.48(3H,s).4.00(3H,s).6.67(lH,d, J=8Hz), 
7. 09 (IH. dt, J=8Hz. J=lHz) . 7. 14(1H, dt, J=6Hz, J=2Hz). 7. 22-7. 28(2H. m). 
7. 61 (IH, d, J=lHz) , 8. 03 (IH. dd, J=8Hz, J=2Hz) , 8. 41 (IH, brs) 
^mm47 (2) 

2- (5--/d:e-2 -/^;i/'f >K-JU-3— ^m#m tert 

-:f5=-JUxxx;K{b^#i3 7 s) 

ii,^ : 7 9 - 8 1 "C 

'H-NMR (CDCI3) 5 : 1.68(9H,s),2.49(3H,s), 6. 64(1H. d. J=8Hz) , 
7. 04-7. 13 (2H, m) . 7. 22-7. 29 (2H, m) , 7. 62 (IH. s) . 7. 97 (IH. d, J=7Hz) , 
8. 33(1H, s) 
USafH 7(3) 

2- (5- (2- t e r t -7'^>)U7.;U77^-f;i^7xn;i/) - 2 - p^^>ll/'f > 
|<_;l,_3_^;i,5^;^-) ^m#i?^>>^>'l^X7>x;U «b^#3 7 4) 

m.^: 2 2 2- 2 2 3. 5X: 

'H-NMR (CDCI3) 6 : 0.84 (9H,s). 2.51 (3H.S). 3.56 (lH,s). 5.42 (2H,s), 

6. 74(1H. d, J=8Hz), 7. 05 (IH, t, J-7Hz) . 7. 13(1H, t, J=7Hz), 7. 30 (IH, d, J=7H'/). 

7. 35 (1 H, d, J=7Hz) . 7. 37-7. 43 (4H, m) , 7. 47-7. 5 1 (5H, m) . 8. 05 (IH. d. J=8Hz) . 
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8. ISdH.d, J=8Hz),8. 67 (IH. s) 
2- (1- (Z-'J>^^)1'7^ / - 2 - ^^)\^^>V^ )V) - 2-^^)V-5- 
K iit^m 3 7 5) 

2- (1- (3-v7c^;i/T5y-2-p<5";i^^>y-r;u) -2-^5";u-5 

0. 0 8 g, WSC I 2 4mg. HOB t 1 8mg, ig{t7>^:-'^A7 Omg, h 
UX5^;i/75>0. 2 2m 1 h^ t h'P7^>2m 1 {CjP A^^af 2 2I^Fb1 

M}^.: 1 3 5- 1 3 7"C 

'H-NMR(CDCl3) (5 : 2. 27 (3H. s) , 2. 42 (3H. s) . 2. 70 (6H, s) . 5. 24 (2H, s) . 6. 00 (IH. s) , 
6. 77 (IH, s) . 7. 00-7. 1 2 (3H. m) , 7. 20-7. 32 (2H, m) . 7. 48-7. 55 (6H, in) , 
8. 1 6 (IH, d, J=8Hz) , 8. 23-8. 40 (2H, m) 

:Ammmm ims. o) \z. mmmwumit^ifiot. i^mm^zx^m^^fc 

7xr.;i/7^->-p--hP7-'J KS:iPAM{C3 7'CT6 0^FbK>4^3.^ 
-HLfco SM;0^'^^LT^i;§p--hn7-U>CD^fifel[^4O 5 
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Shujaath i\'b<Dyjik (Shujaath M, et al., Biochem Biophys Res Commun 166 
(2), 595-600. 1990) (D:3^te{CtJeoTff ofco ^1*. 0. SUmti-h^J^J^^ 

^WT^o. iM HEPEsmmm (ph?. 5) \z. mmj^m<Dum\:^i^t. 

go. 5inM(D-&^SM7>^v-;i/-T^->iU-7^i:>'U-7°DU;l/-7x-;U7 
Sf&it, SK;i>^'5^^iI^T^i;i)p--hP7-U >(D^f^m^4 0 5 nmH:fett 
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|!S#fS-'tt IC,« ( nM ) 






156 


57 


20 


157 


30 


>50000 


158 


52 


>50000 


160 


76 


>50000 


179 


3 


0.6 


180 


10 


3 


272 


32 


40000 


275 


18 


19000 


284 


6 


34000 


314 


74 


>50000 


320 


17 


36000 


321 


41 


16000 


322 


68 


15000 


323 


11 


>50000 


324 


13 


23000 . 


340 


31 


>50000 


356 


26 


>50000 


359 


6 


20000 


360 


23 


>50000 


366 


. 14 


1100 


367 


45 


140 


375 


14 


3600 



mi^m. ^p^mrn) . mmm^^m^ im^mammm. m^m^mmm) . 
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(1) (D'^fji^mwtLx^mr^^o 
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V^N-^R^ 
R' \, 

R'«->7yS, -COR' (^C:T% R^^JKl^lg^, tt^S$rWL/Tt.^T^)=tt.i 

7;wu*, -OR'" (dciT, R'^jiTK^Hi^, 7;p+;usx(i7^;i^^;i/* 

^^f) X«-COR" d^T', R"tte^S*'tLTViTfcJ;Vi7Sy»X 

(iS^S&WLTViTfcc±:t/^^t^7 5 yS?:^T) ) XU- S (O) „-R'' 

R'ni7;wu«, 77;WPS, ®M»<£WLT(^>T*)«fcv^7'j- 

;U»X«g^S^&^LTl^iTt)J:t^'\xD7'J-;U»*^L, n«0~2©Sic 

i^, g^S<£WLTL^Tt)cfct/i7JU+;i'S. g^»&WLTliTt)i;Vi7;U^- 
7yJV^)Vm. gm»^WLTV^Tt)ctl/i7;U^=^^vS. 7^;wu^=^ 

->;*!7;1'jH:::>'U», 7)\^ti/^)m. ^>V^)m. S^SSrWbT 

i.^Tfccki^7sy». 7;i/+;u'^WK». mmm^^i^x^^xh^\^^7')-)i^ 

LTViTt)cl;(/i->;J7D7;L''5r/ >$r^f o ] 

■r^$n^< > H-jH)§»#;xJi^©jio 
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Mo 

mm, 

9. ^^(D-^^(2) 



^^L, R'«->7yS, -COR' (CCT% Rni7K^]Ei^, B^lS^WLTt.^ 
Tt)cJ:li7;i/4^;US. -OR" (CCT, R'^^tK^M^. 7;WUSXfi7^ 

5y»X««M»^WLTt/iTt)cfcl/^^t»c7 5yS^^T) ) Xti-S 
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J: ^> 7 U -;U»X«S^S<&^ t T d: t^^^x P 7 U nit 

TtiTfc<tv^'\T-P7U-;i/»> g^s<£WbTi/iTt)j:Vi->^:7D7;i';^y >x 

fiS^S*WL.TViT=bJ;V>v'^P7JU'Jry>^^-r R*> R'. RW 
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